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(57) Abstract 

Quinazoline derivatives represented by general formula (1) or pharmacologically acceptable salts thereof, and chymase inhibitors and 
preventives/remedies for cardiac and circulatory diseases caused by abnormal overproduction of Angll, each containing the same as the 
active ingredient. 
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-ea&£ftT^T ui>rT-y; i^i^^n^o 

SlSf S7A + AiOffJi: Itli, 2- 
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f- x — ji jl f- ji m W> © f ^ — ji r )\/ jv S . 2 - 7 ;u 7 u ;u y f - ;u 
I, 2 - 7 ;u 7 y ;u -x f - )i m # 7 )i 7 y A r a * ji S . 2 - t° y 

- f y ^;bif /I'if © £ 'J s> -fc T 4/ * ;Hfc , 5 - f'J * ^ — ;u y 
1- tr y * s> ;u y ;u * ;u £ . 2 - h'7^-;Mf © 

b'^v'-^T^ + ii^ 3 - £ y y *;> =~ ji y f- ;u m m © £ y y *j - 

^7^+^I, 5 - f- by'/ 1 ) Jl / ^ >\smm®T by'/ 1 ) AT )l^r 

m © yf 77'J ;i/7^ + ^S, 5 - f 77ij;Mf of 7 
y* ij ;i> t ;i/ * ;u 5 -t*t7'J ^^Ai^ot + f/'J^T 

y ;u y f a s 3p © >r v * * -9- */ y ;u r ;u ^ a & ^ $ ti z> o S & 

ITIi, /f ^i, xf-;U£tp©^fjt& 1 ~ 4 ®M7^*A| 
* y f-^£> * ;utf* s/^xf- 4/ l 

~ 4 # -M/ ;K + ^4/ teifS y ^ + ^ g £ ft £ o 

z-e^^ns^f^^ i ~4 © y ;u * ;u g t> t < (±t y ;ug-c 

©#J£:LTIi. il/S, xf;H, n - 7* n £ ;b 21 J: n - 7' 
* ;Hf (Dlg[07 ;u^;i/**J o\ -f v n e*3fc, s e c - 7' 
f;uS*>i;C>'t-7*5 L >'US^©^il^©T;i/ + ;us^fW^^n'2>o 

ZT^£ft6 ia*fcli2afel< li^t^T ^ >T'T ~ K<fc£ft 
Ti>S*^sHi ;Mf ;H© l ifKT = yam t LTIi, * L < (i 

N /f ^7; xf ^7;>, -< 7 7* cr £ ;l/ y * > „ # ;U ^ 
;Mf ;l/7 = >^©£8tt*>L< ti # ;u £ ftT i^T 

*> i: t^#t?}t& 1 ~ 4 ©te&y X> + ;Uy ~ is ? u is AT I y 

m<o^^mmm<t7Kmm^^-r zt i y- y <>^^7 
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; fo-^, r ; ; b*'j ; 7;;^>F-;k 7;y+;y 

1 ) frmm. 

2) I-OPO (OH) 2 

3 ) 7U1, 

4 ) t*7S, 

5 ) A D y>gf, 

6) j/f-^S. xf ;H, -f v^o e;H, t-y^^s^©j^^ 
m. i ~ 4 © ® m. r ;i/ ^ 7U m £ tz ti T u >i m -e x * r- >>Kb $ ft T ^ T 

7) xf ;H, >fv^oe;H, t - :/ >HS «P © « * 
tt 1 — 4 © T ^ 4 s - JV & £ tz \t T 'J ;U * T x * -r >>Ht $ ft T I* T 

6 «k ;btf'4=- ->;HTHfe$ ftT^T & <fc * h xh 

i ~ 4 <Dte®T * 

8) yf AI, xf-;u£, n-yof;H, -f V 7 
oe;H, sec-yfA$ 4 t - 7f £ 4$ cd it ft $ fc(±»<ftcD 

^©g&££ i * fciunHiWu^t *> <k < . ate 8 ) 

<Z>g&£ftTl>Tt><£^0tflt& 1 -4 CDte&T^^l/gcD*?* 

a) yf xf ^v^af/n, t - )immom.m 

tfc 1 — 4 CD <£® T ;l/ + Jl S * (i T U ^ S T x X -r Jl> it £ ft T ^ T 

1 e 
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b) yf-^S. xf ;H, ^^Dt';H, t - 7'f ^IfO^I 
m 1 ~ 4 cd r ;U * )l m £ (i r y ;i/ g T x x -r ;u <k £ ft tz ti ji 

c ) t^t^j;i, 

d ) *;l/^>8i/;li7 ; ; 8&TT $ Kffc$nTHTfeJ:i*T$y 

m 

a35 & v tf )i # > wtfrm yjk <* ti s r ^ j mom t lt \tL - t 

4 s > ®N a - 0 - t - "7* f- ;U - N - t - ^^'>*;^'-^-L- 
r x 5 *c y m , $ - o - t - 7* f- ;u - N - t - 7* h +■ * - 
7i - L - t x '< =7 y Wt m o tt ji y )i m fi< x. ^ t- ;u £ ft x ^ 

„ if^IfoitH 1 ~~ 4 ©MT + & U < li 

T £i^:*7 ;U #4=- > ;H6IRT ;t/4=- ;Hg-ca& £ ftX t^T *> <£^ 0 

Z & ft £ l&£/cli2&kL< liSltfcT ;>-C7; Kft$ft 
T^^*^:K-;Mf^i©2fii7 ; > © 0>J t L T , i^/f A7 
^ >, i^O^f-JlT z. >^© ^flS&T ;U + ;l/T = >#0»J^£ tl5o z 

ZT^£n<5>it&£ftTt>T <£ t ^ T 'J — ;U # A/tf — /i, y ;U & 
CD T 'J - )l il )l # — ;U y f - Jl g © 0U i: t T (i 7 x — )l iJ )l — >>U / 

^;US> 7 f- — ;u y =f- )imf)<myF £ ft. ^f^t^figlS 
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^S. x^->i, n - -fa VJl-tlr i^S. n-T/h + i'g. -Y V 
^Db*^t+->I, s e c - y^^Ifci^t - 7* h ^ S 3| © 

£L<li^3t§&8~l 3 © T 5 /I/ * >M, * * > ^ f ^ S # #J ^ £ *l , 
t <^®&ScD0*l t L X It, 7jc^S. - Mi, £3K 

•^afil, sec-^f-^S. t - 7* ?- ;!/ £ 3p © it St £ 
7^ 0>J ^ $ n <5 o 

LTWffltt> — (la) : 
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2 




(la) 



xiizkgfcn, -has, /n o y >fiK^-efi& $ nr 

i^T J: ^#£fft& 1 ~ 4 ©te&T ;^;H, /say >Jj|»^--cg&£ 

nn>T & cti^^tft i ~ 4 cD^aiT ;u ^ * £*i*t&7~i 2 

^uy>JgC?-Tfi&£ttTl>T&<fcl^3l&l~-4 ©fg&T^*^ 
1 ~ 4 © <£& T ;l/ * ;U & *> L < Ii7 'J & T' :c x ^ ;U ft £ *l T T 

1 — 4 OiS&T ;u 3 * v/S^^-T^. ifcliR 1 *> R 2 li 
* 0l»t ^^<>-tf>3St — % (i^s: o T 7- 7 ^ U > 358 ^ (± + y U 
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— (1 a) K&t^T. Xt*^n^^Dy>i^©»H^ 
#Ji:LT(i. E*> It* fclis ^f^i^^tlSo Xf 

gsni^Dy >fC^Tg&£ nx^r *> J: i^gtatft l - 4 <d{&®. 
T;u*;Hfc©tettT>u*;u£©fl| £: LTIi> yf-;H6, 

r;^o h';bS, s e c - X O t - ^f- ;u £ 3p © # d£ © 

T + ^ & # #J $ *U a y ^SC^F-TlEfc ^nT^TU^R* 
£fc 1 — 4 ©ffi&T ;l/ + ;l/£©^ a y > Jj§C^-©0i| t -y^. & 

Sft^nt^t t>J:^0tiit#l ~4©fg;i®T^34 : - :>S©teifRT )V 

*ism&£Tfn-Z?Y*i/mW<&Um&T)l*)l'**i; : &ts&V'. 
>fV^Df;lt + ^l, s e c - ^f + i/lteitft - h * -> & 

#©#tt©T>u*^**->£*<0>i3F3*w ^Dy^fc^-eg&^n 
t^t^xJ; t>«*«t i — 4 ©<&*»t )i 3 + ->i0Aay>if 

n<2>£tf£ifc 7—1 2077^ + ;t,t+i/|OitLtli / <>^At 
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^$n5^oy>^^ttift$nt^TU^^iS[ i ~4 ©Asm 

r;yn t';i/&, sec- 7*^ A&fc J; O' t - 7 f- ;t,gH©#i!&cD 

fPU *9??£ felt 3 VmfrmTFtS ft 60 R\ itzitR 2 ~C7FtStlZ&l 
m& 1 ~ 4 ©t^T^ + ^i* fcliT 'J ;l$txxf^f^nt^ 
T t> <fc i** *>;H6©«*»[ l — 4 ©i£®7;i, + ^io»* L 

^Wtltli^f AS, xf Ai, n-7*D f^Sfc«);0*n-7*f 
;i> g i| © it 18 © T ;u * ;U £ & <k t>\ ^V7'Db , AS, s e c - :/ f- 
;HfcJ:0' t - y f- o^i ©T ^Sii^^ £ ft £ 0 R 1 

£ (i R 2 -CTjkZtiZ, ^ayvl^ 7i-^h' 
^ iS-Jim& £ tf&km&. 1 - 4 ©f&«RT A*^£ t < ItT »J A 
Stx^f^Mb^nt^TUi^^t^^AS^b^SPA^I 

atitz i s/iii-en^±©g»$-c©i^$nT^T t> <fci^^t![ i 

— 4 ©te&T ;U n * ism&T )l a 4- :>g©0>I t It li, ^ h*->& 
„ n-^at^t*i/Ifc«):a t n-^h + '>I^©I 

m<DT A*- Jl* * *> £ tf> r;7"Dfit+^l, s e c - 7* 

£ft, SglS^-S^o^y^©^ LTIi, 7 >y ^ 
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+ ;Hfe I < Ii7 'J ;i/ g--e x x -r £ ttTi^T t J:^* ;i/sK*f 
AloRjUft 1 - 4 ©fifty ;u £ Li^Jt iTIi/f ;b 
x^;l/S. n-'Tnh'^Sfcc);D ; n-7'f ;HiOli©7;L- 
+ J: t>\ -f v 7*n f;t/£, sec- :/ f- Jl m *? J; a' t - 

©fifty ji* jim&i&WLT ji* Jime>m t ltk, y^^s. x^ 

J: tf> r^ohVH, s e c -^f ^ifc^D't -^f ;Hf© 

ti-mcDT ji* Jim^m^^n, ^ay >m?xm&&ftx\,*x t>i: 

1^31 & 1 ~ 4 <D{&mr Jlslr JVm<Ds^a >f >m?(DM t LT 11.7 y 

~~ s or jitr — Jimom t lt izt 1) Jim, 7° a Jim, << v-? 
zxyF&ftz&&zftx\,^x & & i^t ? ji* jim<DT ? ji* Jim 

©fflltLTIi, ^3t£fc7~l 2 (DT ? Jl* Jim. U £ L < li ^ > ^ 
7 i*^;!/^, 7 x — ;u^a t'Jim, -J- "7 f- ;u x^- ;u36*<fi»J 

mt l - 4 <0ftft7;b + Alifcii7 Hiti^ 

r-v'l/fk^ tlT^T 4> &l^tr Jltf* is Jim, i/Tjm. — ham, 1 
817; >T7; K it £ ft X V* £ * ^ # - Jl m . tt Jl # > & $ tz (± T 
WITT; K<b £ ftT l^T & <£ y $ y *> «k tffifty + 

i/*;^-;nrift$nt^TU^/7-^;s^«i^§n5 

o i^itSi 1 - 4 ©fifty JlJrJim* tc I1T »J ;HT'XXf^fb 
&ftXl^Xk£l 1 >fJJltfjri/ Jim®<&foT Jl^rJimom t It it, 
J1-Jim, xf ;H, n - 7 o f;Hfc J; n - 7 f- ;Ug^©lS£g 
© y ;u + ;u g J: 0\ ry^oh'^i, s e c-^f ;HfeJ;^t 
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F<b£ftTi^Z>l7 >ltf~Jl&<D 1 far i y (DM t Ltli, # £ L < 

(i , ^f^7; X =f- Jl 7 I y „ V h'A7 ; >, ts Jl tf" * 

f-;ur ~ > 3|cD|j£# £ (i # ;u ;i> g-cg& £ ti X i>T 

i^^n^e * titfymztzitr i ; mrr i k ft $ n x ^ t fe<fc 

h< liiit 2 ~ 5 (Dm&jm* j t> ji# ym t tzitm mm ji 
#ywt&m7F£ti. t ~ j &(Dm t UTii. L-7x;<?¥ym, 

a - O - t — ~? 3- Jl - N — t - ^ h + ->*;i/*-^-L-7X^*7 

t * Kfb^nt^tfeii^ ; ;n^i^$n5o <£& t ;u =j * 

N /7->?yl, 2 . 3 - fcf X - t - f h * ^ ts Jl # — ;U r T — ^ 
#£L< ii^tfc 2 ~ 5 (Dte»T* ^ * i/ * Jl Jl S 

■eti^ $nt^TUi^7-^;i)i^$$n5o 

ZT'5F<*n£®&£nT^T t> <kl^§®6^m^T ;U * ;U £ cd 5? 
S»«tl7^*Ai®«tlTli, 2-fx^;Mf;H, 2- 

x x ;u x f- ;u S ^ o f - x — ;i/ t ;i> * ;U £ > 2 - 7 ^ 7 'J ;u y f - ;u 
& . 2 -7;l/7 'J^if ©7^7 'J^7^ + ;H, 2 - h" »J 

;H, 3- tf»J AS, 4-k''J i?-/Mf 4 

- tT U ^Jl/Xf^lf Of'J Jl 7 Jl + ;U & . 5 - f D ~ 
^•;US^PcD f U $ i^x^?^^^!, 2 - f-5 S?x;i, / ^ JlMm<D 
f7y-^7;l/ + ;H, 3 - f »J ^i?-;Mf ;Hi0b*'J y x 
;b T Jl 4- ;u & % 5 - f- h 5 */ U ^ y f- Jl & 3p cd f- h 5 */ 'J T ;u * 
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Jim. 4 - ^vf 7-/'j-;^f ^i, 5 - -f vf ^1 

mo j vfy/ y jit >i*jim. 5 — t % s i) ji j* r Jimw>(D*T 

i) JIT Jl* Jim, 5 - t + f/'J^^f^ifOt + f/'J^r 

;u * ;l/ g . S 4 - >r v * * -9- */ 'J )l t f- ^ 5-'rvt*D- > / 
u ^ y f - >i m m <£> << v it 4- if •/ >J ^ t ;u * ;u S rt< W ^ £ ti £ o ft & 

UTI2> /f;H, i^;u*^©^^t5c l ~ 4 <d&Wlt ji* Jim*; 

ti Jim*- y ji * =f- Jim. tf ji#* i/ Jiz.=f- Jimm^m^M i 
zt$$n5Kia i ~ 4 0ffigiT;^;nt5 u < j*t u Jimv 

(DmtLXit, ti-Jim. Z-f-Jim. n --:/o h" ;P £ & ck n - :/ 

Zt'f 1 & £ fcli 2 & L < I* S8tt T $ > T T i K ft 2 ft 

T ^ £ # ;u tf* — ji t T Jimo \ WlT I y om t LXit, S? £ L < l± 
. /f^7;>> if^7;>, >f 7^d b'^7 ; * Jl tf* is 

ji / ?jit i >momtfi*> u < ii# ;itt*->^i"cfn$nt^t 

t>«ki*«*» 1 ~ 4 ©ffi&T ;u + ;ut ^ ^ ? a i/ jit i y 

m<D&m3Z&mm.<t*mm&&-r %t \ y, t y, ^yy jit 
i y, i-7*jit i ymomnttzit^m<D^mmm<t7i<.mm^^ 

-?zt i y, fciCfT;; t'J^>, T * J / f- )l tf U S> > . T i 
yh'a-^U. 7;7 f'J 7;^>F-/k T $ y * >> »J 

>^<D3§f§8E«*JR£*Wr ST ^ >##J^£ft. WiJsmWiviit* 

mm*tz\i.^wm&mmm&ft-? zt i >ii*oai±ti. 

l ) TkSfcS. 

2) l-OPO (OH) 2 
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3 ) 7 ^ y I> 

4 ) t+vi, 

5) ad y yw.=f-. 

6) y f xf r;^oe;bS, t-^f-^s#©^^ 
tfc 1 ~ 4 © teijR T ;l/ * ;u S £ tz (i r y ;l/S"Cxxf^fb^ tit^T 
& J: i> * ;u sjf * -> ;u S . 

7) ^ f if ;iS, r^oh'iH, t - mnfftm 
Wi 1 ~ 4 Oiffi7;l/*AS^f:liT 'J ;l,$txxf^Mfc$nT^T 

oh'^i, s ec-^f;n, t - •? f- Jimmvumt tzitftm® 

ft 1 ~ 4 ©te^7;l/+;HJ fcliT <J ;Htxxf^ft$nTi>t 

b) /f;l/&, i^^S, r^otiH, t - ^©i^^ 
a 1 - 4 0fi8IT;i/*JHJ fcliT 'J ;Htxxf ;Mt^ti/:*^ 

c ) * ji* »j y 

rt< £ ft 3 o Hula d ) 0*;^'>Hi/:li7Ullt7; Kffc £ 
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nt^t u^t; ; mot; >mom t vxa t-^^i, z it 
<mm<o&& l< ummm. 2-5 <Dmwjm* j t> t^itm 
mm i? * h y & #j ^ z n . 7; ;i©it itiiL -7x^*7 

ifyffc, a - O - t - y^- Jl - N - t - ^ h +■ •> * — Jl - L - 
T ¥ /S - O - t -^f ;l/-N- t - 7* h 4 s - * ^ # — 

;u - L - r * '< ? ¥ y m H cd # ;u # > ;u £ ^ x * -r ;u -fk & n T ^ 
. if ^if©iISt 1 — 4 ©Mr + ^1 *> L < (i 

T'tf£*1£ l®i:*:{i2iJRt>L< liJ£t*7 ; >t7 ; KftSftTI^ 
5 # y f ^iOI^7 * y<£>m t LTIi. b*n»J^>. tf 

co r 'J - )i ts )i sj? — ;u y f - ^1/ & (D m t L x it y * — ts a # — ;u y 

cDfwttrii. 7kmm. - hoi, 7^^> ^**fc«3^ 

S> xf 7l/i> n-yof;H, n-^f/l'i, r^of;H, 

s e c - 7? )i>m. t - Jimm<DW.mz tiitfrm®mm& 1 - 

4 ©i&iRT + ^ o y >ii^-eg&£ nt^t t> <fc <^y h 4r 
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T =7 )l * )l Or * •> / )l m CD m t L T 14 ^ > i> Jl * * £> y f - ;U & . 
* t< (4 fit & 8 ~ 1 3 (DT^^ + ^^-^^y^^S^M^^n. 

V^nh'^i, s e c-^f AI, t - :/^;U&i£GDiS$&£ 

Tfcck^y h + ^S, xh + ^I, n-yob'At + ^I, n - 7* 
h*->g. >T V^n sec - 7* h * & J; O' t - 

^ ^ & n £ 0 

^^©ift^fln^. h y t7 a fg & i # y ^a^#©t;u^ y #s 

(l), (r ) t'itf(ia)Tisn«*t 

*/ y -5 R 1 fcckO'R 2 ©W^r^t Kn*i/*^sK- 

SYt£<8ll4, «*.{*\ J^Td^-r-^figi* (A) £ /c(i£fi!c& (B) 

(A) 
^ ( 2 ) : 
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)=C=N S h A 1 



(2) 



1 ^*s^ y\ 



R 1 ckO'R 2 lit Ko*->*;U lire tra 



0=C=N- 




(2a) 



(St*, R 1 ck CKR 2 (i t Ka * 2/* ;U # .=. ;U * J£l *KD flf E t PI 

it ( 3 ) : 



(3) 



CQ 2 H 



(5$*, X «k O'm ii m IS 1 1^ b *> (D&7jk Z* S 
^ (3a) : 

,NHT 

(3a) 

CO z H 

X ttfTEfc ^ b *>©£^ U Z' (iTK^l^^. fi&£ftT 
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If^lllf 6 - 1 9 9 8 3 9 d!dSfcCD:fri££ffl l^TJ5l££ it. 

a; ( 4 • ) : 



it ( 4 ' a ) : 



(5*;*. X(il«iai:l^l;t>©«-^L> R 1 fcJ;tfR 2 lit Ko*i/ 
* ;l/.-K-;H6J[U^©Mia 1 13 b t> U Z' li7jc^l^T-. SSI 

ffif iT^+;l/S^^ L > R 3 (i / f /Hi fcli if 

•e^$ ft c n£T »j -e tra tK ^ ft? ut> 

5C ( 4 ) : 
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(4) 



K a 4- > * ;U — ;U S & O h« C 1 1^ b *> cd £ tp L . Z ' li zk 3f Jg» 
^ (4 a) : 




(4a) 



* — ;i/£El*|.cDfire t0 b t>©£^ Z' (± tK 31 J£ . 

*SJ6(Cffll^*3C (2) ifcli (2 a) T'^StlStt^&lirbT 
t*<T§^ «x.tf . 3-d < y '^«f8^ 0 2 6 9 1 4 1 
A-f7i/7*-h £ffl^T£fi$cT'£ £t>CD£E^SC So 
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W X- li' . ^> -tr' > X ;L- * - ^H' 7 7 ? - h , 4 - 9 a a ^ > -tf > 
X;l/t>-;Ky^7^- K 2 - 7 o a a; > -t? ' > x ;U * — Jl 4 7 i/ 
T * - K 4-7;l*a A i>-tf>x;U*r.;u-ryi/T*-K 2, 
5-^oo^>t'>^;^;;K7^7^-K 2, 6 - 2> ? o 
D<>-tf>^;l^-;M7->7^ - K 4 - ? a n - 2 - y Jl a 
^ > -tr y x ;u * — ;m v ^ r * - N „ p - h ji i > x * — ji >r 7 
^ T * - K 3, 4 - ^ ;u ^ > > x ;i * — ;u -f 7 i/ r * - h 

„ 4 - h 'J 7 Jl •* a J f- Jl ^ > -tf' > X Jl * — ;U >f 7 > T * - h N 4 

x ;u * ~ )i j v -> r h „ 4 - ^7;^>-t>x^*-;M 7 •> 

T*-K 4 - ^ b*'>^>-t? >X;U*^/U>r 7 >T*- K 3, 

A - * h +■ i/ ^ y M y X ;U * — ^ >T 7 T * - h „ 3 - T 'J Jl * 

4- y ii ji — ;u ^ y -tr > x ;u * — ;u >r 7 y r * — K 4 - t 'J ;u 
+ i/*;bf^;K>-tf >X^I/*-;M V->7? - h , 4 - / Y *■ *> 

* ;U # • jr. ;U -tf > x ;U * — Jl >f 7 2/ T * - h „ 4 - ( 2 - T U ;U 

- (3-xfit + ->*^^i;^Dt'it+i/) ^ > -tr y x ^1/ * 
-;K7i/7* - 1 - ^ f ;b - 4 - i h + i/ * ^ f 7 '/ 

- Jl - 5 - x Jl * — >f yi/7* - h m & m ^ £ - t # T £ -5 o 

ffl ^ £5t ( 3 ) ^/cliiC (3a) ti$n§ 

© K & 8; (X) ml/cliXHT, 4-?nog, 4 - ? * a 
5-7itDl, 5-?no£ % 5 - h 'J 7 Jl* o y =f- ;H, 
6 - 5 - 3 - / f- JIM. 4 - y 5 1 Jim, 4- 

if^i, 4-n-7nt';H, 5 - n - :/ n ;U 

£ . 4 - i s o-^Dt;H, 5 - i s o-^d t;tS, 3 - * h 



WO 97/11941 



PCT/JP96/02830 



xh^->S. 4-— ho*. 5--hoI, 3, 4-yyf*S, 
3, 4-^^h + ^S> 4, 5 - ^ y h + •> » . 3, 4 - ^ h * 
4, 5 - S> x h * f 26^ 4 - ^ > ^ ^ ^ * •> 26 . 5--^>^ 

jijrirismm&ii-rz&Q), *> <fc # 3 - t s y - 2 - 7- 7 * u 

£/c. *t ( 3 ) £/cteiC (3a) i:t»l»tZ' T^ii&^tlT^T 
+ ;HT-fe & Yb^-^lli> 5£ ( 3 ) £ fclist (3a) (r*> i>T Z ' 

Tkm-e&zit&vii&T >) - jit si? t v ttcii^wmmmmr jit 

#J*.l*> 2 - T 'J 71/ > * )V XT )17 b h\ 2- 

b° 'J ^>*;hf^i/7;l/f t h\ 3 - f'J S> > * )V # * i/ T )\y t 2 k 
h\ 4 - h*'J ^>*;^> + ->T;l/f t K, 2-77^A;H+i/7 
Aft K, 2-ft7i>*;l/t'+i/7;l/ft K, 5 - b* U i i? y 
* S/T ;l/f b h\ 2-t7^^i-f+i/7^fbF, 3- 

b' >J y v> > # )l # * -> T )l f= b H\ 5 - t h 5 V - b t> )l # * •> T 
A t 2 b H\ 4->fVf77-^*i^t->7^ftF, 5-^7f 
T •/ - A tt )\, # + T ;l/ f b h\ 5 - f 7'/-^* A.f>i/7Af 
b H\ 5 - t + t7-A*;l/^+->7;l/f t F\ 4 - V * * If V 
-A*;H+^T;ift K\ 5 - >f y :* *■ -fr */ — ^ A * * r ;u 
7=b Fl^ffl^K^T^, 

i£ ( 4 ) £ /ili (4a) -CI$nS>5 l/7»*#fr £ * -f- V U > 
^^M^^t5Sft;ii, ^7"n h >1£©i§<g. #J*-li\ f- h 5 b K 
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v y&t&m. ^Eii *j * at i h*m&m . mk- 5 0 °c 

-5 0 °CT?. »£L<ti-20 °C ~ g i£ T fif C t*<T# 5, £ 
(B) 

5t ( 5 ) : 

H 2 N0 2 S h- A J (5) 

bfeC^^t) (5 a) : 



H 2 N0 2 S— £ }> ( 5a ) 




3C ( 6 ) : 




(6) 

0O 2 CH 3 

S(6a) : 
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(6a) 



*COaCH 3 

g$tl5 2 - 7 ; ;$If8iXf ^j^li> 1. 8- 

i?T1f h"i/ ^ o [ 5 , 4, 0] -7-^>-r-tr> (WTDBUirBS 
12) ^T«££ & i*T. -)l/7^i|«:^f^iXr^i:U:^, 

T U 4ft <fc bT5£ ( 4 ) * /ilisC (4a) T'^ £ ft£ V L'T^I 
K^T^fiRS; (A) tK«<l*^*/U 

^scSKM^sa; ( 5 ) s/cii (5a) -cmztiz<t&® t It 

iJ>^A*>T; F, 4 - h ;l/ x > * ;U * > T = F\ 2 - 
•>yy<>-t?:/;*./l/*:/T$ F\ 4-^ao-2-->T/ / <>-tf> 
X;|/^>7; K, 4-7;y^>t*>X^t>>7; K% 4 - 7tf 
;i/ ^< ;u * > T S K , 4 - (5-f h7'/-A) ^> -t? > x 

;u * > t ~ h\ 3 - tr »J : J y x ;i/ * > r ^ F\ 

> T S K\ 1 - y f - 2 - tfo-;ix**>7 5 K, 3 - * A/ 
- 4 - f ^ 9 '/ - ^ X ;U * > T S h\ 4 - (3- ^7'/'J^) O 
My*)\,*>T I h\ 4 - [2 - (4-7xiA-l-^7^- 
;U ) if;l,t*->] '0-tf>x;l/*>TS H\ 4 - [2 - ( 1 - * 
;u * U ;U ) x f - ^ * 4- •> ] ^>t'>x;i/*>7 ; K\ 4 - [ 2 - ( 
1 - e o «j s> — yi/ ) x f - )l •* + > ] ^ > -b' > x )l * > T =. H\ 4 - 
[ 2 - ( 1 - tT ^ U V? x Jl ) x ^ )l * is ] ^> -tf > X ^ * > T i 
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*ElEKffi^*5$ (6) ttzlt (6a) T«$n« 2-7;;$ 
,SfSx^f;^*{*tltli, TtTfiS £ tz li&SD©. £>3tMi&*D 

-2-7x;+i/Hi|5-*7; ;$l>fi/f 4 - ? o o - 

2 -7i; + ->*;i/tv-;i7 * ;$lf*if 2 - 7 x y * -> 

y :ti<t§So 

it ( 5 ) * li (5a) TI$ ft £ ( 6 ) $ rt: (i (6 

a) T^£ft£ 2 -T * J $If»i#ftUi^^tTO 1/7^ 
?£#y f-;UiX^;U£#£&l£{i, a h > tt 0 Jg HE N 

>^cd/n □ y ^^^ji, Sii^^f ;i.*AA7 ; F't££-ffl^T> ^ 
S-5 0 °C-~ 5 0 e C"C\ !flUli-2 0 °C~^®T^f -5 C fc*<T 
££o *fc»££fl>KflI^Sifc£fc LTIi, D B U#©W&3£iM£ 

f#£ftfc^ i/7^#«;y f;uxf;^7/^ y *HfcbT5C ( 4 
) £ tztt (4 a ) TS£ft<5 O L' 7i#*^i55lt:i:feMI^ 

* ( 1 ) ( 1 ' ) *? <k D' ( 1 a ) T^cFft<S+-"^"V r u >^#(*cd 
a Z*<^oy>i^'rUI$nt^TfcJ:^S*» 1 - 4 ©{£ 
&7;U*;l/£, ^3*t& 2 - 5 ©7;^ ■ft^nt^TfcJ: 
i>7 7A + ;H, gift £ ftT t> £ 1^7 'J - )iti )l — ;i/ y f- ;l 

£ tz (*g& ^nt^tu^7 7;^^t + ->yf ^itfes 

Yfc£®Hi. 0>J*.lf. ±.$L<D&f8.m (A) (B) i:^oT^^ 

LtzZftikmrn^-chZit^fy*^ 7^m<t± h »J o u a y wt; 
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^ 1- JlZRHs^teT Jl,* Jilt, T )1>T — frit, 77^*Aft, T D - 

;u 77 ;i/ * ; ~ ;u y f- ^ fk £ tz it r 7 )i * ^ * * *> y f - ^ fk k ck -s T £ 

± £ T # £ tl tz i t & %B CD r> . Z *< tT U i> ^ 7 ^1/ + T 5 ft 
Srt:l*Zrt<llRS:fctt2ftfcL< (i3g4*T ^ >TT $ Kft£ 
n ^ 77 ^ # zwU / fwb £ T & & fk£ ®l © ? . 1 «fR T S > 77<7?§ & 

o eg a ft*- s ct^is, 

t> U < (*J£ttT ~ >TT ^ Kfk^n/-c7j ^ 7- )l m T * -5 it 

mmi)<$> zmit^it. n. n* --^xf^ - i, 5-ytKo-2 

#J*.tf> m^z frJkmw^-v&Zit&'&Biz * Jitflr is / f- 

3 9 



WO 97/11941 



PCT/JP96/02830 



-si,**? 4 >) u (0) ^©/^-^^Afti^^ffl^TtT 

it (1) , ( 1 ' ) (1 a) -ca*)*n5*t7'J >»» 

ft© 9 R 1 £ /cliR 2 ©l^n^-;S 4> L < liffi^ t Ko * 
i/*;HzAit*5fk^1jjli, -tfa©£fi£fe (A) £fc 

Ii£fi5t& (B) i:tot^^L/:R' £ fc l± R * © ft — t> 
L < (* PI # rt< T <J )l -t * i/ ti )l # — ;u £ t? £> 5 <fc ft £ „ Hfc T M ;u 

xi«Ett©^rftT. Ang i £Ang i iksh-t 6 zmm-t s z. t 

3) iz-ft-t zm.Wf£&&m%.LKo IIXtFIIIl^tJ:?!:. * 
5B«»©*^*/U >^#f*li. eft £© 3«iO»f CtfttI* © 

ommmwrsn*^ t/c 0 bij^ n ^ ( 1 ) k*>i>t. x. r ■ 

. R 2 . Z <fc tfm£»>MC&*^:bii:£ :: J: 9 > ©P^ 

#5£BJ!©*r$frj£#£Ang IIii^©^^r^ii(li|BH-r &<friK • 
g^gSJft©^!® •te«iHtifflt§i:ii, * IS hji ©<!:£«&£ 1 



WO 97/11941 



PCT/JP96/02830 



#2&Jl!c#i: l/T, ilStElcA 1 B£fc 0 1 ~1000mg. $? £ L 
< (4 1 ~500 mg, J: 0 $? £ L < (4 5 -100 mg. P t£ -5- © « £ 14 
. gPtS:-^©*i£©10#© 1 »~ 2 #© 1 »^S-^-rtl(4"i: ^ 0 z 

n^os-^*{4> ffitfctsstwj; os^m^-r * - t#*i 

IE So 

tifiSLDsoti. 1 g/kgJ£J_t-C£> o f: c C ©fit J4^£! £ ft -5 ES^ ffl S 
©50te«Jb-Cfc 0. eft £©ffc^tt©££ttliift^i:«»r£ft*o 

Hffi^ emmmm. mmmm. ?s#hii. r^^j 14 

3^, 193 - 197 H. 1994*f#IOl4, t h £ m L Ang I I^filc 
aiS^W-T £ >T 7 ©*S^»I1IR'<;U- >^W©^ T^^ffl^T> PTCA 
&©f?Jfe^t:::fcM:r£ *v--tf ©&£!£■:% g LTl^o e CD |g £ 14, 

££b\ m#fldi&liK©^^«tt U'OHiatKHffiKifctfc It, ACE # 

4.6 fg. * v - if(422teK k_t# raRNAb fcACE *<4.8 fg 

„ *v--tf{43.4 ^(C±# t/c tfS^LT^-So JfilWffl*&& 
T fc, &Wfld©Ang II&ffiT^ ttmm<D#) 2 {£(r *ifiD L/c 

nti^, e ft &<z>£H9$ftN b$i £ |4. /<;u- yts -r--^;ni 
& ^^afiUm^^JfilWS(rSnt>^ -eftK5l£LT*v--tf£:AC 
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■5i:feff*3bf > gP3tj&1*fe u * v - -tf^ACE tcJt^Tft 5 

6±IH/Tl>S:i:li, PTCA» © If 

g H©^£*ttni7^ Ang I iCDifmH^^Stt^ii ut, ^^85©^ 

£©&5i t [,xwm*tr<mm£ n« *>© tnmz txz> 0 &mwe>* 

^ U > ^ (*: ti . »Eff*«i:*tJ:?i:, t h a>I&* v - -tf £ 
bTAng II©iS*I^gc^«i««J U Ang I I©££©H#^ii<::ieH-r 

c cDck r> tt&J&oftl t Itli, <i>BE*> ^ ^tH^Sf. 

. iUjfiiEES. ibMfiKt, ^iillli. PCTAJfefT toiifS^$, 

5fcffiJlii**> J; tfWKKfc^T. Ang II©*iJSBTtll 

aw ©«H* c n ^©f&ififlnriRS-f & *>©T*tt^ c t tarn? £-c 
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ggfifeflill : 7-?pp--3- (4 - ^na^>-tr>^^»- )l) - 
2, 4 ( 1 H , 3H) > ( f fc £ 1 ) : 

&f&m (a) \zm^> i?j(0f h7t kd77> (jwtthf t m 

■f ) 200 ml ^ (1 , 4. 90 g ( 22. 5mmol ) ©4 - 9 a a H y 7> 

* -JU V i/T * - h ZigmLtz'ik, 3. 51 g (20. 5mmol) © 2 - T 

^■^ctKT'^^JL. 3. 98g (24. 55mmol) ©CDI ^-tlD^T. tJc?^T{w30 

It&VH&'&tz (IR^66.5%) o : tt£ : 286 -287 

°C. PMR(5 ppm. DMSO-ds) : 7. 12C1H. s). 7. 23C1H. d). 7. 26C2H. d). 7. 8 
6C1H. d). 8. 17C2H. d). 1 1. 71 (1H, br). 

HffiffJ 2 : 3 - ( 4 - ? p p ^ > -tf > ;u * ~ ;u ) — 5 — y ^ >>U — 
2, 4 (1H, 8H) -^t7'J^t> (ft^tt2) <D^« : 
2. 00 g (9. 19mmol) ©4 - ? a D/<>-lf t- ;l/^V>T 

*-ht> 1.26g (8. 33mmol) ©2-T*y-6-y^;U£S§8? 

^ H1MJ 1 tKiClt, 2. 50 g com&it&ty&ntz (IR^85 

.6%) o : fe&ttA, M£ : 250 °CJ!U±, PMR( <5 ppm. DMS0-d 6 ) 

: 2. 56(3H , s). 6. 99(2H, t), 7. 49(1H. t). 7. 77(2H, d). 8. 20(2H. d), 11 

.54(1H. br). 

HffiffH 3 : 3 - (4-?ao^>-tf>>t;U» — 4Q - Jl/ - 

2, 4 (1H, 3H) -^7— /'J (fls£%9 3 ) ©£fi£ : 

2. 75 g ( 12. 6mmol) ©4 - ^nn^O-tf^^;!/^*— V •> T 
*- h t, 1.74g (11.5mmol) © 2 - T * J - 5 - ^$I§i 

mmm 1 ti^ic it, 2. 47g (117^53 

.3%) o f£tt : HKfe&A. Si!* : 251 - 253 °C, PMR( 6 ppm. DMS0-d 
«) : 2. 32(3H. s). 7. 03(1H. d). 7. 48(1H. t). 7. 66(2H. d). 7. 75(2H. d). 
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8. 16(2H. d). 11. 53(1H, br). 

fgffifflj 4 : 3 - ( A - 2 -B-/j-Jl- 
2, 4 (1H, 3H) -*-r'J*)y*JJry (Ik&Vd 4 ) ©£fiR ■. 

2. 00 g (9. 19mmol) ©4 - ?DD^>t'>^;l/7 ^-^K 7^7 
*- h 1.26g (8.33mmol) ©2-T=y-3-y f;l$If| 
Hfl&tfJ 1 tl^iClt, 2. 86 g©*JB (1R^98 
.096) o tttt : ftfe&A. 16.6 : 221 - 225 °C, PMR( (5 ppm. DMSO-d 
,) : 2. 32C3H. s). 7. 12UH. t). 7. 51 (1H. d). 7. 72C1H. d). 7. 76(2H. d). 
8. 19C2H. d), 11. 10C1H. br). 

^ tdl ff*J 5 : 3 - ( 4 - T 'J )l * 4- -> ft Af # — ^ > -br r > X ;U » — ;l 
) - 7- ^00-2, 4 (1H, 3H) '/'J ( <b 

m 5 ) ©•£*£ : 

1.10g (4.15mmol) 04 - 7 'J ;l/t + ->*^*'~^ , <>^>^^ 
7*-;K^7^-Fh 712 mg (4. 15mmol) ©2-T^/-4 
-yf ;^lS»^b, Uttf^Jl tl^iClt^ 657 to%<DWMitis 
®&'&tz (1R3&37.6*0 o 14 tt : Hi* : 130 - 132 °C, 

PMR(<5 ppm. DMSO-d«) : 4. 59C2H. d). 5. 18C1H. d). 5. 27C1H. d). 5. 87-5. 
94 (1H. m), 7. 13C1H, s). 7. 22(1H. d). 7. 62-7. 70(2H. m). 7. 86(1H. d). 8. 
09(2H . d). 11. 63C1H. br). 

mifcm 6 : 3 - ( 4 - fJ Jl # ' 5- -> < > -tf > x )V » ~ >>U ) - 7 - 9 o 
p-2, 4 (1H, 3H) U > ^ > ( fb-£ %) 6 ) © fig 

538 mg (1.28ramol) (Ditiify 5 £20ml©THF /¥B£ ( 9 / 1 ) U 
^mtzmmL, 150 mg© F'j7x-^t^7^^1^fc 0 &l^T 
. RCS^SP^^^EC ITIfStt 150 mg© 7- + X ( 

h';7i-;p^x^^>) /n'^^^A (0) £ fin *. T > >&ftT\ ^ 



WO 97/11941 



PCT/JP96/02830 



?oaO>tft^U-> 342 mgCDtijg{fc-£%l£#/c (iR^70.2% 
) o tttt : fcfetefl. M* : 200 °CJ£(_t. PMR( 6 ppm. DMSO-ds) : 7. 
13C1H. s). 7. 23C1H. d), 7. 61-7. 69(2H. m). 7. 86(1H. d). 8. 05(2H. d). 12 
. 07C1H. br). 

-2, 4(1H, 3H)-^-f- , /'J>'^^->(f(:^ ! ai7)g>^fig: 
2. 00 g (9. 19mmol) CD 4 - ? n o K > -tf y X ^ * ~ )l 4 V f T * 
-hi, 1. 40 g (8. 38mmol) V> 2 - T I J - 3 - / h + ->$Sfi 
mm® l tHiClt, 2.58gCDgjgrt:£$)£#/c (JR$84 
.0 96 ) o 14 : M£ : 220 - 222 °C. PMR( <5 ppm. DMS0-d 

,) : 3.88C3H. s).7. 16(1H, t). 7. 32(1H. d). 7. 43C1H. d). 7. 76C2H. d). 8 
. 17(2H. d). 10. 95UH. br). 

HflSffiJ 8 : 7-^pp-3 - ( 3 - ^ t y > -if > x ;u * - AO - 

2, 4 (1H, 3H) -^f 7'J >^t> ( ffc£-%) 8 ) CD-£fi£ : 

1 . 1 4 g (5. 49mmo 1 ) cd 3 - -> T J ^ > -if > x ;U * — ;u 7 r * 
-hi, 943 mg (5. 50mmol) CD2-T*y-4-?o ng&WWlfr 
fiifefl) 1 tH^CLT, 399 mgCD£IJSrt:£®)£#/c (iR^20.0 
%) o t£tfc : ISfe^H^. Sfej^C : 225 - 226 °C . PMR( 8 ppm. DMS0-d 6 ) 
: 7. 13C1H, s), 7. 24(1H, d). 7. 89(2H. m), 8. 24(1H, d), 8. 43C1H, d). 8. 
55UH, s). 11.76C1H, br). 

II EfeflJ 9 : 7-?aa-3 - (3, 4 - ^>f 

Jl) - 2, 4 (1H, 3H) U > ( ffc#ft 9 ) CD 

fife : 

582 mg ( 2. 76mmo 1 ) CD 3 , 4 - S> * T )l > -fcr > X ;U * — Jl << V 
-> T * - h i:, 473 mg (2. 76mmol) 02-7;;-4 - ? n o 
f»^b, HifeM 1 tHiClt, 190 og®fllSft:£tt$&*: (iR 
miS. 9%) o &tfc : *&j£A. Ikj£t : 250 °CJ£J±, PMR( 5 ppm. DMS0 
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-d 6 ) : 2. 33(6H. s). 7. 12UH. s). 7. 23(1 H. d). 7. 43C1H. d). 7. 84-7. 91 ( 
3H. m). 11. 64C1H. br). 

$1 fflSfll 1 0 : 7-?an-3 - (3, 4 - ^ ;< h ^ *> ^<> -tf > X ;U * 
~Jl) - 2, 4 (1H, 3H) - tt'/'J >^t> (<fc£%H0) © 

897 mg (3. 69mmol) © 3 , 4 - ^ h * > ^ > -b* > X ;U * — ;U 4 
Vi/7*-ht, 633 rag (3. 69mmol) © 2 - 7 ; ; - 4 - ? □ n$ 
Ill^b, ^Jfe^l 1 i I^Hi C It, 512 mg©8SJ®rt:£*8j£#/w ( 
iRi£35.0*O o : m&m&. N& : 250 °C£l_t, PMR( 5 ppm. DM 

SO-ds) : 3. 85C3H, s). 3. 88(3H, s). 7. 12C1H. s). 7. 22(2H. d). 7. 67C1H. 
s).7.77(lH.d).7.86(lH. d). 11. 63( lH.br). 

mmmil : 7-?no-3-^>-fcr>X;t/*^;U-2, 4 (1H, 
3H) — ^-^VM 11) 
1. 09 g (5. 46mmol) CD O -t? > X ;U * — ;U -f V f T * - h £: , 92 

9 mg (5.41mmol) ®2-7;y-4-^a a^cSSK^ >o . HJfe#J 
1 tl^tClt, 1.27g <D&M1t&®i&&tz (IR^69.796) 0 
: : 282 - 284 °C, PMR( 6 ppm. DMSO-ds ) : 7. 12(1H. 

s).7.22(lH.d).7. 68(2H. t).7.79UH. t). 7. 86C1H. d). 8. 17C2H. d). 11 

. 66C1H. br). 

ftfflSgqi2 : 3 - (4-?PPO-if>x;l/*^;tO - B - / h * is 
-2, 4 (1H, 3H) -»t'/'J >i>t> (fls-frttl2) O^fiSc : 
1. 00 g (4. 59mmol) © 4 - ? a a ^ > -tr > X ;U * — ;U -f V > T * 
-hi, 698 mg (4. 18mmol) 02-7W-5-^ + ^£S§& 
flSfcW 1 tm miZ It, 992 mg©*HYt (HX^64 
. 8%) o : ffcfe&iH, ilfe.6 : 192 - 194 V, PMR( 6 ppm. DMSO-d 

• ) : 3. 79C3H. s). 7. 08C1H, d). 7. 30(2H.m). 7. 75(2H. d). 8. 16(2H. d), 1 
1. 48C1H. br). 
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Hflfe#Jl3 : 7-?ao--3 - (4-^Fd^^^7^^A>) - 
2, 4 (1H, 3H) - ^f-7'J>^^> (fb^^ll3) : 

1. 13 g (4. 95mmol) © 4 - — h p -tf > X )l * — >f 7 -> T * 
- h t , 849 mg (4. 95mmol) <D 2 - T i ;-4-?on$|i»fr 
Hlr&0d 1 tmmiZ IT, 610 mgCD£HgYI:£&l£#/c (IR^32. 3 
90 o 1*1* : : 250 °CJ£l-h, PMR( <5 ppm. DMS0-d 6 ) : 

7. 13C1H. s). 7. 24C1H. d). 7. 87(1H. d). 8. 42(2H. d). 8. 48(2H. d). 11. 93 
(lH.br). 

mmmii : 7-?pp-3- ( 3 - T 'J ->ft ;l/*'~;t^>-tf 

> X ;U » ^ ;U ) - 2 , 4 ( 1 H . 3 H ) -^t7'J>i?t> ( ffc-£ 
14) : 

1 . 66 g (6. 22mmol ) © 3 - T U ;U Jr * > # ;t/ tf — ;K > Hf > X ;U 
7i/7^ - b 1.07g (6.24mmol) ©2-7;;-4- 
? n D$IS®^b, HJfefll 1 IT, 1.07g (Dmm<t&® 

&&tz (IR^40. 99<>) o tttt : JlK&ttA, &L6 : 187 - 189 °C. PM 
R(<5 ppm. DMSO-ds) : 4. 88(2H. d). 5. 31 (1H. d). 5. 44C1H. d). 6. 02-6. 12 
(lH.m). 7. 1K1H. s). 7.22C1H. d). 7.84-7. 93(2H. m). 8. 35(1H. d). 8. 44 
(1H. d). 8. 73C1H, s), 1 1. 68(1H. br). 

mmm\5 : 3 - /\, tff-i/l )l* — Jl) -7-?p 

a-2> 4 (1H, 3H) 'j > * > (Yb^-^15) (D^$L 

500 mg (1. 19mmol) <Z> <t&%Ufr , HSffifl) 6 t PfRd IT, 33 
8 mg© SI HYL (IR^74.6%) 0 : 250 °CJ£l±, PMR( 

<5 ppm. DMS0-d«) : 7. 12(1H. s). 7. 23(1H. d). 7. 81-7. 88C2H. m). 8. 30(1 
H. d). 8. 39C1H. d). 8. 69(1H. s). 11. 63(1H. br). 13. 49(1H. br). 
fgafegtJl6: 7-?pp-3- ( 4 - 7 ;U :fr p ^ > -tf > X ^ * — ;i/ ) 
-2, 4(1H, 3 H) - 'J > > (ffc&ttl6) CD-frAc : 
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1.72g (8.57ramol) ©-4 - 7 )l> * a a: > -tr > x ;U * — ji 4 y •> T 
* - h £ . 1. 47 g (8. 57mmol) © 2 - 7 ; ; - 4 - ? dd^ISS 
Hi&fll 1 tlfiClt, 815 mgO&mit&VdZmtz (IR^26 
. 8%) o tttt : Hfe* : 250 °CJ^±, PMR( 5 ppm. DMS0-d 6 ) 

: 7. 12C1H. s). 7. 23C1H. d). 7. 49-7. 55C2H. m), 7. 86C1H. d). 8. 23-8. 28 
(2H. m). 11. 90OH. br). 

HMfl>ll7 ;4-(C7-?pp-2, 4(1H, 3H) -^t'/'J 

> it* > - 3 - 4 Jl) XJl*-Jl) b U (<t£®J 

17) ©£fiE : 

50mg (0. 13mmol) © 6 £ 10ml © 7jc C t . 130 p. 1 (0. 

13mmol) ©IN- TRHKfc*- h 'J O AzRig&^jfcT Iti U < L 
/Co SBJtrnc o /cRl£&£-g8ii&$£*i IT, 53mg© SB 
T^;l,-7 t Xt&^t lt#/: (£*tt) o Sll* : 250 °C«±, PMR( 
6 ppm. DMS0-d 6 ) : 6. 91-6. 97(2H. in). 7. 51 (1H. t). 7. 58UH. d). 7. 72(1 
H.d). 7. 94C1H. d). 7. 99(1H. s). 

mmmis : 3 - ( (7-^00-2, 4 ( 1 h, 3 h) »j 

> > - 3 - << x;u»~;tQ b U a& 

18) ©£fiR : 

50mg (0. 13mmol) © ft^^ 157^ £ . H2ifc0!l 17 1 m Wi IZ L T „ 54mg 

: 230 °CJ£(±PMR(<5 ppm. DMSO-d.) : 7. 10(1H. s). 7. 11(1H. d). 7. 60(1 
H. t). 7. 81 (1H. d). 8. 12(1H. d). 8.21UH. d). 8. 61 (1H. s). 
mmmi9 : 7-?an-3- (4-^ 1-4" > ft Jl, # ~ Jl, 1 y > X 
;U * ^ ;U ) - 2 , 4 ( 1 H , 3 H ) - 4- -j" V U > ^~ > ( &) 1 9 
) ©£fig : 

1. 12g (4. 65mraol) © 4 - / b * > ts — ;l/ > -t? > X )l * — 
;KV^7* - h t, 798 rag (4. 65mmol) ©2-Tiy-4-?n 
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ogcE§&^«^ mmm-i t^icit, l.osg <Dmm<t&%n&n 

tz (IR*58. 9K) o : m*:220 °Cm±., PMRUpp 

ra.DMSO-de) : 3. 91 (3H, s). 7. 13C1H. s), 7. 23C1H. d). 7. 86(1H. d). 8. 20 
(2H. d). 8. 29(2H. d). 11. 80C1H. br). 

M ffi m 20 : 3 - (4-?pa^>-tf>;WU»^>>U) - 7. 8-^/ 
f-^-2, 4 (1H, 3H) U > (<fc£%)20) g>£ 

fig : 

365 mg ( 1 . 68mmol ) CD 4 - ? o a O -t? > x )l * — ;U >T V •> T * 
- h 230 rag (1. 40mmol) (&2-TIJ-Z, A — ~J / f- 

wmfrz, mmm 1 t mmiz it, 272 mgcD^jgrt-^®)^^ cir 

^53.6%) o t£tt : Hfe.^ : 241 -245 °C, PMR( 6 ppm. DM 

S0-d 6 ) : 2. 21 (3H. s). 2. 32(3H. s), 7. 06UH. d). 7. 63C1H. d), 7. 75(2H. 
d), 8. 18C2H. d). 10. 64C1H. br). 

mffiM21 : 3 - (4-?opO-tf>X;U*^.;l/) - 6, 7 - *J * 
^;l/-2, 4 (1H, 3H) - * f- •/ 'J > ^ * > (<fc-£%)21) ©£ 
fig : 

365 mg ( 1 . 68mmol ) © 4 - ?nn'<>-tf >x^*-^>f 
-Ft, 230 mg ( 1. 40mmol) ©2-7W-4, 5 - ^ y f 
§&7^£, 1 tl^iCLt, 80mgCD^Sfb^^l^^/c (iR^ 

15. 796 > o : *fe|£A. : 221 -222 °C, PMR( 6 ppm. DMSO 

-de) : 2. 23(3H , s), 2. 27(3H. s), 6. 89(1H. s). 7. 60(1H. s). 7. 75(2H. d 
). 8. 15C2H. d). 11. 40(1H. br). 

nffiM22 : 3 - ( 4 - ? a a ^ > -tr > * ;U * ^ ;U ) - 6, 1 - *J * 
b*zs - 2. 4 (1H, 3H) - * j- '/ V > it * > (<fc^%)22) <D 

: 

2. 36 g (10. 8mmol) © 4 - ? a o y -tr > x ;P * — )l >f V •> T * 
-Ft, 1. 94 g (9. 84mmol) 02-7;;-4, 5-i?^*'>S 
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Efi^b, iI0IJ 1 t-^iClt, 2.86g (Dmm<t&%B$:'&fc ( 
IR^73.3%) o t£1* : Sfcj£ : 250 °CJ£(_b, PMR( 6 ppm, DM 

S0-d 6 ) : 3. 79(3H. s). 3. 84(3H. s). 6. 62C1H. s), 7. 22C1H. s). 7. 74(2H. 
d). 8. 15(2H. d). 11. 36C1H. br). 

H Sfe flj 23 : 3 - j 4 - j? a a y +f y X Jl * — A,) - 2, 4 (1H 
, 3H) - tf/'J>^t> (<fc£®)23) CD^fig : 

3. 10 g (14.3mmol) <D 4 - ? n o a; > -tr y x ;U * — )l 4 7 > T * 
- h <b. 2. OOg (14. 4mmol) O 2 - T ~ J ^ESSS^b, HiMJ 1 
tl^iCbT, 4.G0g O&mit&VH&mtz (IR^94.4%) o tttfc : 
m&mgk. Hi* : 214 -215 °C, PMR( <5 ppm. DMS0-d 6 ) : 7. 10C1H. d) 
. 7. 20UH, t). 7. 66(2H. d). 7. 70(2H. d). 7. 84 (1H. d). 7. 15C2H, d). 
jg £60(124 : 3 - ( 4 - ? n pO -tr > xJl* — Jl>) - 7 - — h p - 
2, 4 (1H, 3H) -*1-*J V y *J-t y (<fc£te)24) g) £fi% : 

2. 90 g (l3.3mmol) 04 - ?DD^>-tf >XAt-iK7'>7* 
-hi, 2. 21 g (14. lramol) O 2 - T I J - A - =- V D$,|fH^ 
HSfeffl 1 irlUfiMcLT, 7.02g<O«HYb«&«l€-#yc (HW57.9 
96) o tttt : Hfe£ : 258 - 260 °C. PMR( <5 ppm. DMS0-d 6 ) 

: 7. 10C1H. s).7.77(2H, d),7. 92UH. d).8. 10(lH.d). 8. 19(2H.d). 
Htfeg>l25 : 1 - t - rf h 4- yii Jl# — Jl J f;l/-7-^oo-3- 

(4-^DDOif>Xit^^) - 2, 4 (1H. 3H) - ^ 
•/ U > > (<fc£-®)25) CD£j£ : 

10ml© ^ ^ uy X Ftl^ l.OOg (2. 70mmol) ®<t&Va 

1 ^g(!ft, *#TK129 mgCDTK^fkf- h'J^A (60%, in oil, 
3.23mol)^fiDX.T^iS'r- 3 0#RBJjmL7io bC^nA 
it®? t - 7f ;U (478 u 1 . 3. 24mmol) £iftTL. ^fbCl^ISI 
#Lfc 0 ^l>Tl^*©7K^fk-^ h U t> A (60%, in oil) fc ££>'l^ 
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y**7/>?ovh7 , 77-f- ( ft H x ^ ;U / n - ^ * "9- > = 1/ 
5) T»81T, 545 ■g<D««ffc<&1»£#*: (lR*541.6K) „ tttt 
: ft&f&A. lfcj& : 188 - 190 °C, PMR( 6 ppm. CDC1 a ) : 1.44C9H. s) 

. 4. 65C2H. s). 6. 90C1H. s). 7. 22(1H. d). 7. 55(2H. d). 8. 06OH. d). 8. 28 

(2H. d). 

mt&m26 : 1 - 7 'J ^tt^^At'-^/f ^ - 3 — ( 4 - 7 a a 
^ > -tf > X ;U * ~ ;tQ - 2, 4 (IH, 3H) -^t'/'J 

(<fc£-%)26) O^fiS : 

500 mg©fb^-^23 (1.49mmol) t 208 u \ G> 9 a JlffcWlT V ( 
1.79mmol) <k *K *»«25 1 C LT 34-3 mg©££)gfb£42l£*#/c 

(53.3%) o 14 : &fe& H H B , : 164 - 166 "C , PMR( <5 ppm. CD 

Clt) : 4. 65C2H. d).4.82C2H. s).5.25(lH. d).5.30(lH. d). 5. 80-5. 90( 
1H. m). 6. 92(1H. d), 7. 27C1H. d). 7. 59(2H. d). 8. 14C1H. d). 8. 30(2H. d) 

fgM6fll27 : 7-?oa-3 - ( 4 - 9 a a H > X *~ Jl) - 
\ - / *f- )l> - 2 , 4 (1H, 3H) - >) > iS* y (<t&®27 

) g>£-fig : 

500 mgCDYL^&) 1 ( 1. 35mmol> i:101 u 1 <D 3 Yb * f- ^ ( 1 . 62 
mmol) H«6fll25t I^AMr UT308 mgCD^SYb-g-®)^ ( 

JR^59.2%) o : m&f&fk, : 205 - 208 °C, PMRCSppm. 

CDC 1 3 ) : 3.49(3H.s).7.14(lH.s).7.23(lH.d).7.56(2H.d).8.05(lH. 
d). 8. 30C2H. d). 

mi&M28 : l-7'J^-7-?ao-3 - (4-?PP^>-tf>X 
;U^x;U) - 2, 4 (1H, 3 H) - * -J- '/ 'J > > (fb£&)28 
) g>-&fig : 
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500 mg<Dit&%B 1 (l.-35mmol) t77u 1 O&itT U )l (1.62mmol 

45.0%) o : ft&ISA, 16.6 : 161 -163 °C, PMR( 5 ppm. CDC1 

3 ) : 4.62C3H. s). 5. 26UH. d). 5. 32(1H. d), 5. 81-5. 90(1H. m). 7. 1K1H 
. s). 7. 21 (1H. d). 7. 56(2H. d). 8. 04 (1H, d). 8. 30(2H, d). 
Htfe^J29 : 1 - fi Jltf* is ^i-7-^no-3 - ( 4 - ? □ n 
sQ-tf > X Jl* — Jl) - 2, 4 (IH, 3H) -^^-•/'J>^^-> 

(<b£%)29) ©-£& : 
5 ml© i> 9 uu * 9 y\z.^ 479 mg (0. 99mmol) ©rfc£&l25<£-&JS? 

Lt, lOmlCD h U 7 oS^gf(TFA) £tJDX./c&, SAT 3 B#fHl30 

3fc#LT. 420 mg©*HYfc£«*#fc (JEftW) 0 : ftfe&Ji 

. Mk.& : 194 - 195 °C, PMR( 6 ppm. DMS0- d«) : 4.75(2 H. s).7. 36 
(1H. d). 7. 56C1H. s). 7. 78(2H. d). 7. 98(1H. d). 8. 18C2H. d). 
%jfcfll30 : Z - sp-Vy Xfrfr — A, - 2 , 4 ( 1 H, 3H) - * ± 
'J V yy*y (fb£&30) : 

3. 00 g (16. 4mmo 1 ) © O M > X A, * ^ ;U >f y •> T * - h t „ 2. 
04 g (14. 9mmol) <D2-7U$ai^6, Ulifefll 1 fc K « K b 

3.26g©'««<b^«*»fc (IR*72.4») „ 
Hfe.^ r 211 -213 °C, PMR(5ppm. DMS0-d 6 ) : 7. 13(1H. d),7. 20(1H. t 
), 7. 61-7. 70(3 H, m), 7. 78(1H, t). 7. 87(1H. d). 8. 17C2H. d). 11.5K1H 
. br). 

H$feg>131 : 3 - ( 4 - 9 a aly-ti y XJl/ft — Jl) - 7- 7;l/to 
-2, 4 (1H, 3H) - 4- •/ 'J > v> *• > ( ft £ ft 31) ©£•)%: 
2. 31 g (10. 6ramol) ©4 - ?dd^>^>x^7 t-A-f Vf7 
1.50g (9. 67mmol) © 2 - T * J - 4 - 7ito$I§ 
HlffetfJ 1 tl^«i:tt, 2. 87 g ©i£Bffc£ft£?#/c (JR^ 
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83.7%) o t£tt : M& : 200 'CU-t, PMR( <5 ppm. DMSO-d 

.) : 6. 86C1H. d), 7. 04(1H. t). 7. 76(2H. d). 7. 93(1H. dd). 8. 17(2H. d). 
11. 65C1H. br). 

Elli fffl 32 : C7-^pp-3 - (4- / <>-tf>^^» — ;U) - 2, 
4 (1H, 3H) -^t'/'J >'^t> - 1 - -f A) Bt»l:°P 'J 
T S K ab£®32) CD £ fig : 

15nil©^?nD^^>i: % 197 mg (0. 46mmol) <D<t&%B2B& Si M 
46 /z 1 (0.55mmol) © h* n »J > «J; D' 1 06 mg (0. 55mmo 1 ) © 
1- A7;;^nt^) - 3- xf ;b * JltfiSJ i 

Bititw^n/:, #a^-c, f# ^n^tt^tfctt* > 'J * f & ? 

w Y 7 v 7 4 - (0.5 - \ % * 9 J - )l/ *J >7 n d / ? >) Tit 
Sit, 75mg©^®Yk^«D^#^ (IR^33.8*>) 0 tttt : fefel&A 
, m& : 212 -214 "C, PMR( 5 ppm. CDC1 ,) : 1. 87-2. 16(4H. m). 3. 49 
(2H. t), 3. 56(2H. t), 4. 72(2H. s). 6. 96C1H. s). 7. 19C1H. d). 7. 55(2H. d 
).8.04(lH.d).8.27(2H,d). 

^ fife gfl 33 : 3 - (4 - ?on^>-tf>x;b^-^) -G-y>l*a 
- 2 , 4 (1H, 3H) - *i-*f y i?lr y (fb£-%)33) ©£5E : 
2. 31 g ( 10. 6ramol) © 4 - ? a □ ^ y -tf > X Jl * — ^ 7 > T * 
-Ft, 1. 50 g (9. 67mmol) 02 - 7 ^ ; - 5 - 7;bta$tSBI 
HflSM 1 <i: H & K L T , 1.04g ©glS<b^«8^#/w (IR«0 
o : fe&ttA. flk£ : 200 e CJ^±. PMR( <5 ppm. DMS0-d s ) 

: 7. 16(1H. dd).7. 52-7. 61 (2H. m). 7. 75C2H. d). 8. 17(2H. d). 11.59C1H 
. br). 

Htfeg>l34: 6-^pp-3 - ( 4 - ^ a a -tr > X ;U » — ;U ) - 
2 , 4 (1H, 3 H) 'J > y *- > ({fc£E034) ©£f£ : 
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630 mg ( 2. 90mmo 1 ) <J> 4 - ? □ a y< y -te? y X Jl * — ;U >r 7 > T * 
-ht, 500 rag (2. 92mmol) ®2-Ti - 5 -^dd^US^ 

mmmitmm^Lx, 520 mg©^sYb^-^^#/c (^47.9 

96) o 1£tK : HIj^ : 223 - 225 °C, PMR( 6 ppm. DMS0-d 6 ) 

: 7. HUH, d). 7. 69 (1H. q). 7. 78(3H,m). 8. 15(2H. d). 11. 67(1H. s). 

mmmzb : 3- ( 4 - ? o o^>-if -2, 4 cih 

, 3 H) > / C g ) *i- '/ 'J > > (ffc£<B)35) : 

1. 10 g (5. 06mmol) ©4 - ?QD'<>-tf>x;^-/K7i/7^ 
- h t, l.OOg (5. 35mmol) ©3-7^^-2-^7^^ 6 
. ^Sfc#J 1 ^iCLT, 1. 60g (D^)grb^«8^?#/c (H«77.4% 
) o t£tt : iS^^ei, §ft.£ : 243 - 246 °C, PMR( <5 ppm. DMS0-d s ) : 
7. 47(2H. m). 7. 62UH, t). 7. 78(2H. d). 7. 90(1H. d). 8. 09(1H. d). 8. 19( 
2H. d),8. 62C1H. s). 11. 62C1H. s). 

mt&mze ■. 7-?pq-3- (8-t;'J>x;it^^) - 2, 4 

(1H, 3H) VJ>^:*-> ({fc£%)36) CP^fiK: 

( B ) fC&l^ 200 rag (0. 96mmol) CD 8 - * y U > * * * 
>T = Ft. 190 rag (1.25mmol) <DDBU £10ml©THF diga?L> 32 
0 mg ( 1 . 05mmo 1) (D4-?dd - 2 - 7 x ; t i/*;^'-;l/7 ; ; 

mW. I, 390 mgON - ( 5 - J'd d - 2 - y - 
N* - (8- + ; 'J;l) ^;lt>-/^l/7^#f: (HX^96.490 0 
#^>n/c^ I/T|^|ft (380 mg. 0.90mmol) 1 N - 7j< 8Kb -J- h 

U^A (8ml) t t ? J - )l (4ral) 60°CT30# 
KStElfco KES&£S&&1£(pH3) CiSlttCfc^B^^fiKl 

. *rt&-r s t> Jin ymft&mtc (280 mg, jr3*76. i%) q nzntz 

f})l#yWtfr (100 mg, 0.25mmol) £THF(10ml) t^^f 

T S K ( 2 ml) OS^fwSSS 3K&&K100 mg (0. 62mmol) ©CD 
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T£ fcfceji* y * 7 -/K'St^ 80mg<Dmm<t&<to&'&tz (84 
.0%) o : : 284 - 286 °C , PMR( 5 ppm. DMSO-d 

6 ) : 7. 07OH. s). 7. 21 ClH. d). 7. 60(1H. m). 7. 83(2H. m). 8. 37C1H. d). 8 
. 52(2H, d). 8.65C1H, d). 11.57UH. s). 

mmmS7 : 7-?no-3- ( 4 - h ;t/ x > X ;U * x ;u ) - 2, 4 

(1H, 3H) -*-tv>)>m-y iit&mzi) (D&f& ■■ 

-£fi£i£ (B) 30ml©iS7jcTHF (1541 mg (l.77mmol) ©4 

- ? a a - 2 - Z> x. J * i/ti )1# — )IT I y £ E SSM ^ 4/ £ 
L , - ft (1 332 mg ( l . 94mrao I) © 4 - MU x > X ;i/ * > 7 i Kt, 
317 # l (2. 12mmol) ©DBU £ fiD >t T ^i&T 2 B$ fa 30#if # L fco 

fD^^TKT^^ Lfcfc, ttETKfcttf • IT, 648 mg© X /U * 

u 7#©)fi£fi£f&j£-#/co n <b ft/cfi£fi£$&)£- 3 ml©THF (I 
*#TK 4 ml© 1 N - TKIKb-t- hU^A^Jn^T5l^^«l 
#Lfc 0 KCKtt£7KT?**U lN-igiT{8Slt (pH2~3) d 

-CSfc#Lfc&, MEET • Kilt, * ;U#>Htf*©fc£i fifctt 

*Sfc, # ^n/cffi^B5c!B8^10ml©SS7kTHF K&PL. *#TK28 
6 mg (1.76mmol) ©CDI ^rflPx.. 30# I1B8H$ L K Cfr & £ i± T 
CSI&L, l^^x^^/THF Tf*mt/c 0 *T$$!i£7K. «fc^-efcfn 

£ft*:fi£fi!c<B2j£, ft»xf-;U % 7-tr h Lt, 150 mg©& 

HYb (!R*24.2H) 0 tttt : *&£A. fit* : 200 "CW 
±, PMR( 6 ppm. DMSO-ds) : 2. 43C3H. s). 7. 11 (1H. s). 7. 20(1H. d). 7. 4 
8(2H, d), 7. 85(1H, d), 8. 04(2H. d). 11. 33(1H. br). 
mmmSS : (7-^oa-3 - ( 4 - ? p a O Hf > X ;U * x ;U ) 
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- 2 . 4 (1H, 3 H )■-*••*-•/ U > y 1 - >T A/ ) 1EBE T 

'J K (rt:-£%)38) ©£fi£ : 

500 mg (1.16mmol) © ffc£&J29£- 15ml ©if 7KTHF di£JS?L> 246 
mg ( 1 . 28mrao 1) ©1- ( 3 - ^ ;U T $ y :/ n f ;U ) -3-xf 
;U 27;U#S>-f S KJg&££:119 mg (1.28mmol) © T — 'J >^JPx. 
, 3 B# fHflltt L /c o £ t£ & K tK £- Jp x. . 4bfciifB^»]Rt, Btfi8 
JL^Jlxm^-r^ZtiZ^^X, 580 mg©^jS<k^^^f#/c (IR^ 
99.2%) o t*tt : SL£ : 217 -218 °C, PMR( 5 ppm. DMSO 

-d 6 ) : 4. 86(2H, s). 7. 07(1H, t). 7. 30-7. 38(3H. m). 7. 55(2H. d). 7. 60( 
1H, s). 7. 78(2H. d). 7. 99(1H. s). 8. 20(2H. d). 10. 30(1H, s). 
H$feg!l 39 : (7-^op-3 - ( 4 - ? a p ^ > -tf > * ~ ;U ) 

-2, 4 (ih, 3 h ) - * •/ u > * > - i - >r ;to ftBft 4 - 

b Fp^^7-'J K Ufc£%}39) ©-£t& : 

f£fflfe0>J38 t ©:£&-£. 212 mg (0.49mmol) © $129 t 54mg 
(0.49mmol) ©4 - t K a * ^ T U >3^£148 mg©^SYb^^^ 
'&tz (IR^58.0%) o &tfc : ft&t$&. ilfe.6 : 216 -218 °C, PMR( 
6 ppm. DMSO-de) : 4. 8K2H. s). 6. 69C2H. d). 7. 30C2H. d). 7. 36C1H. d). 
7.55C1H. s). 7. 78(2H. d), 7. 99(1H. d). 8. 20(2H. d). 9.20C1H. s). 10. 00 
(1H. s). 

HSfeffll 40 : C7-^pp-3 - (4 - ^ DD^>f>X;l/»- ;U ) 
-2, 4 (1H, 3H) -^t7'J>^t>-l-^^) 
b Ko»->7>'J K (ft£®)40) ©£fig : 

nmmsst mfikO?3&T* 212 mg (0.49mmol) ©tt£<8)29 t 54mg 
(0.49mmol) © 3 - fc K p +• > T — U >7^£223 mg© 81 £ 
(IR^87. 590 o : |Rfe^ H H H , : 215 -217 °C, PMRC 

6 ppm. DMSO-ds) : 4. 83(2H. s). 6. 47(1H. d). 6. 93(1H. d). 7. 05-7. 10(2 
H.m). 7. 35C1H. s). 7. 57(1H. s), 7.78X2H. d). 7. 99(1H. d). 8.20C2H. d), 
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9. 33(1H, s), 10. 12UH. s>. 

HafeflHl : - 3 - ( 4 - ? o n ^ > -t: > X^fr ~ >>!/ ) 

-2, 4 ( i h , 3 h) - * i- */ >) > ~y * > - i - j ^) mm 2 - 

b F'ot^T-'J K (<fc-£%l41) CD^-gc : 

mmmZBt^mcD^mv, 212 mg (0.49mmol) ©ffc-£<&)29£:54mg 
(0. 49ramol) © 2 - t Fo + i/7-'J >^ £223 mgCD«i)grt:-£®l £ 
Wtz (IR^87. 5%) o tttt : Hi* : 203 -205 °C, PMRC 

6 ppm. DMSO-ds) : 4. 97(2H. s). 6. 74UH. t), 6. 88-6. 94(2H. m). 7. 36(1 
H. d). 7. 53C1H. s). 7. 78(2H. d). 8. 10UH. d). 8. 20(2H. d). 9. 59C1H. s). 
9. 84(1H. s). 

leSfeffiJ 42 : C7-?pp-3- ( 4 - ? p o ^<> -tf > X ;U ^ ;U ) 
-2, 4 (1H, 3H) - * '/ U > ^ * > - 1 - >f /tO mm 4 - 
T U i/il >ltf-)lT- 'J K (fc-£'fe)42) CD^fiR : 

Hlrte^l38<!r I^^CD^r^r. 300 mg ( 0. 70mmo 1 ) ® <t& ^29 t 134 
mg (0. 49mmol) © 4 - T ^ J $Ifi7 U ;U^r £324 mgCD 
mm<l4t®&Wtz (IR¥76.896 ) 0 tttt : flft£ : 235 - 

238 °C, PMR(5 ppm. DMS0-d s ) : 3. 65(2H. s). 4. 55(2H. d), 4. 85(2H. s) 
. 5. 21 (2H. dd). 5. 86-5. 93(1H. m). 7. 22(2H. d). 7. 36(1H. d), 7. 49C2H. d 
), 7. 58C1H. s). 7. 77(2H. d). 7. 99(1H. d), 8. 20(2H. d). 9. 33(1H. s). 10. 
26C1H. s). 

Mt&m4S : C7-^pp-3 - ( 4 - ? u a s<y y X Jl* — Jl) 
-2, 4 (1H, 3 H ) - * ^ '/ 'J > > - 1 - -OU ) 4 - 

a^#**>T-'J K (-fb£®)43) CD^fig : 

^ifc#J 6 <t 1^ 310 mg (0.52mmol) O {fc£&)42^ £ 10 

6 ■g0*Hffc'&tt*#rt: (IR^36.2%) 0 tfett : &eL*£ H H B , ill* : 
219 -221 "C, PMR(<5 ppm. DMS0-d 6 ) : 3. 54C2H. s), 4. 86C2H. s). 7. 20 
(2H. d). 7. 85C1H. d). 7. 48(2H. d). 7. 57UH. s), 7. 77(2H. d), 7. 95C1H. s 
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). 7. 99(2H. d). 8. 20(2H. d-). 10. 24C1H. s). 12. 20C1H. s). 

-2, 4(1H, 3H)-^-j- , /'J>^^->-l--r^3B^^4- 
U J / f- )IT — U K (<fc£%)44) g>£$ : 
HIfi^I38i: ^^©^j*T\ 155 mg (0. 36ramol) ®<t&fy2% t 69mg 
(0.36mmol) O 4 - * ;i/ * 'j J J- f ;b7- 'J > ^ <=> 150 mgCD^Jgffc 
(IR^69.0%) e : M&giih, M& : 226 - 227 e C 

, PMR(<5 ppm. DMS0-d 6 ) : 2. 33(4H. t). 3. 56(4H. t). 4. 85(2H. s). 7. 24 ( 
2H, d). 7. 37(1 H. d). 7. 50(2H. d). 7. 59(1 H, s). 7. 79(2H. d). 7. 99UH. d) 
. 8. 20(2H. d). 10. 29C1H. s). 

|g AS 0>J 45 : (7-^ao-3 - ( 4 - ? o a ^< > -tf > X ;U » ~ >>U ) 
-2, 4 (1H, 3H) - * •/ 'J > *• > - 1 - >f ;IQ BfrBfe 4 - 
t-y^->^;lt^^7;;yf^7^'J K (^^-^45) Q-£fiE 

H*fe#J38 t 300 mg (0.70mmol) <D <t&®}29 1 155 

mg ( 0. 70mmol ) (D4 - t - 7F + ->*it:-^7 U / f ^7^'J 
yfr&256 mg©&|gYt:^<Bj£#/c (HX^57.7%) 0 : &£.*£.Pb 

, : 229 -232 °C, PMR( 5 ppm. DMS0-d 6 ) : 1. 39C9H. s). 4. 08(2H 

. d). 4. 85(2H. d). 7. 18(2H. d). 7. 37UH. d). 7. 48(2H. d). 7. 60(1H. s). 7 
. 78(2H. d). 7. 99(1H. d). 8. 20(2H. d). 10. 27(1H. s). 
1111(601146: C7-^ap-3 - (4 - i> DD^O-tf^X^t^^) 
-2, 4 (1H, 3H) -^t7'J>-;t>-l--f^) 1^114- 
7Uyf;l/7^'J K (fc£%)46) g>^^ : 

mfi0>J29t ^«©^T!*T. 302 mg (0.47mmol) <D <t&%0 45^ t> 20 
7 ng©*SIfl:£tt*f#;fc (IR^81.4%) 0 tttt : &€Li&ifB. : 
210 -211 °C, PMR(5ppm. DMS0-d 6 ) : 4.00(2H.d),4.88(2H. s).7.36 
-7. 42(3H. m). 7. 60-7. 61(3H.m). 7. 78(2H. s). 7. 99(1H. d). 8. 19-8. 28( 
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4H.m). 10. 48(1H. s). 



iifeff>|47: (7-^ao-3 - ( 4 - a o ^ > -b' ^ ) 



- 2 , 4 


( 1 H , 3H) - tf/'J 


> y - 1 - 


;io w?m 4 - 


( ( 3 - 


t - 7* h * -> * ;U # - 4> ) 


- 2 - S - ( t 


- ^ h ^ •> * ;u 




* y ) 7^ a f ^- — ;iO 


J / f- )V ) T - 





) ©£fiK : 

m^MZS t 1^ El <Z) ;£ & "C , 322 mg (0.75mmol) © fli£&)29 t 304 
rag ( 0. 75mmo 1) <D 0 - O - t -T/^b-N - t - :/ h + -> # ;l/ tf* — 
^-L-7X^ , 7^>l4-7; < / / <>yA'7; K 7^ <b 504 mg© ^ 
m<t&Vd&mtz (IR$62.6%) o : ».£ : 213 -21 

4 °C, PMRCdppm. DMSO-de) : 1.39(18H. s),2. 41-2. 68(2H.m).4.22-4 
. 33(3H, m). 4. 85C2H. m). 7. 02(1H. d). 7. 18C2H. d). 7. 35(1H. d). 7. 47(2 
H, d). 7. 58(1H. s). 7.99C1H. d). 8. 20(2H. d). 8. 26(2H. t). 10.26OH. s) 

HtlfftJ 48 : ( 7 - ^ n o - 3 - ( 4 - ? a o ^<> -tf > X * ^ ;U ) 
-2, 4(1H, 3 H ) - -fr -J- »/ U > * > - 1 - >f AO ft BE 4 - 
a-L-7X^^f ^ ;t/7; ; >f ;l/T^'J K Ut £%)48) ©£fig 

H]&fc0!l29£ I^«cd;£&T. 477 mg (0.59mmol) ©ffc£-®)47fr £38 

211 -214 °C. PMR(5 ppm, DMSO-ds) : 2. 80-2.84(2H.m). 4.05C1H). 4 
. 28-4. 34(2H. m), 4. 86(2H. s). 7. 23(2H. d). 7. 36C1H, d). 7. 52(2H. d). 7 
. 58C1H. s),7. 77(2H. d).7. 99C1H. d).8. 19-8. 28(4H. m), 8. 87UH. t). 1 
0. 35C1H. s). 

HfiEffq49 : (7-^oo-3 - ( 4 - ? a a ^ > -t? > X ;l/ * — AO 
-2, 4 (1H, 3H) -^t'/'J >-^t>- 1 - B^BI4- 

( ( 3 - t - :/ h * ft ;u * AO - 3- S- (.t-zrh^-ytfji 
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# ^. n t i j ) y n e ;u ) t ^ y y ^ ) t ^ u k ( fb £• m 49 

) g>£fig : 

mmmz%tmm®-fiik~C 322 mg (0.75mmol) ©fb£«329£ 304 
mg (0.75mmol) © a - 0 - t - zf f- )l - N - t - 7* h 4- ^ # ^ tf ' - 
;t/-L-TX/<7f >H4 - T ; M>-;/b7 ; FT** £519 ragCD^ 
H<fc^«*#^ (1R^86.0%) o : fcft&fi. M.& : 220 - 22 

2 °C. PMR(5 ppm. DMS0-d 6 ) : 1. 39(18H. s). 2. 51-2. 57C2H. m). 4. 19-4 
. 30(3H. m). 4. 86(2H. s). 6. 83C1H. d). 7. 19(2H. d). 7. 34 (1H. d). 7. 48(2 
H, d). 7. 55C1H. s). 7. 76(2H. d). 7. 99 (1H. d). 8. 20(2H. d). 8. 28(2H, t), 
10. 22UH. s). 

^1 jfeffd 50 : C7-?an-3 - ( 4 - ? a a ^<> -tf > X ;U * ^ ;U ) 
-2, 4 ( 1 H , 3 H ) - * •/ 'J > v> it y - 1 - ^ ) BE 4 - 
g-L-7^/<^f^l/7; ; / f ;b7-'J K (fb^-%150) g)-^fiR 

^JI0!l29t l^<$©;£j£T\ 400 mg (0.50mmol) ©Yb£®)49fr £ 32 
2 mg©^jgfb^«D^#/c (IR3H00 *> ) 0 tttt : fil^ : 

201 - 204 °C. PMR(<5ppm. DMSO-de) : 2. 77-2. 80C2H. m).4. 17-4.28C 
3H. ra). 4. 85C2H, s), 7. 22(2H. d). 7. 36(1H. d). 7. 50(2H. d). 7. 57(1H, s) 
. 7. 78(2H.d). 7.99(lH.d). 8. 10-8. 31(4H.m), 8. 65(1 H. t). 10.29UH, s 
). 



HJfefllSl 


: (7-?dd-3 - (4 


- ? a o a: > -t? > x ;u * — ;u ) 


- 2 , 4 


( 1 H , 3H) -+f/'J 


>•;>*■:/- i - -no Btfift 3 - 


( ( 3 - 




- 3 - s - (\-7V*yb)i 


-;i/7 




;yf^) r- >j k ab£i&)5i 



) CD^^c : 

HSfcfll38£ l^fi&©;frfeT. 137 mg (0.32mmol) ©<b£$l29 1 129 
mg (0. 32mmol ) © a - O - t - f Jl - N - t - Y *r i/ ti )l # — 
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il-L-TX^'^ >®M - T I J s<y -J )17 I Yfr <b 188 mg©^ 
m<t&®J&ntz (IRS£73.0%) o fcfetfc : Tt ^7 7 PMRU ppm. 
DMSO-de) : 1.39C18H, s). 4.22-4.40C3H. «),4. 86C2H. s). 6. 84(1H. d). 
6. 98(1 H. d). 7. 23UH. t). 7. 35(1H. d), 7. 43(1 H. d), 7. 48(1H. s), 7. 56( 
1H, s). 7. 76(2H, d), 7. 99(1H, d). 8. 19-8. 35(3H. m). 10. 26(1H. s). 
Hj6feff!l52 : (7-^an-3 - (4-7aa^>-tf>X;U* — 
-2, 4 (1H, 3H) -^f/'J>^t> - 1 - >f^) SI3- 
& - L - T X^'^f )17 I J / =f- )IT - U K (<b-^-^)52) CD^fig 

Hl6ft0iJ29<!: l^t£©:fri£T\ 100 mg (0.124 mmol) ©rtS^&JSl^ 
80mg®^®fk^^J^-#/c (IR^IOO %) o : HSfe^B B B , : 

> 200 °C (#*?) . PMR(5 ppm, DMS0-d 6 ) : 2. 77-2. 81 (2H. m) . 4. 14-4 
. 28(3H, m). 4. 86(2H. s), 7. 00(1H, d), 7. 27(1H, t). 7. 32-7. 40(2H. m). 7 
. 56(2H, s). 7. 78(2H. d), 7. 99(1H, d), 8. 10-8. 30(4H. m). 10. 32(1H. s). 
H ffiflj 53 : ( 7 - ^ o □ - 3 - ( 4 - ^ DD<>t'>7^t>^^) 
-2. 4(1H, 3H) -^f/'J^t>-l - -f^) ft|3- 

'J ^ >T ^ K (<fc£%)53) ©£fig : 

mmMZ&tmm&Jj&'X:, 300 mg (0.70mmol) ©Yl:£<&J29i:66mg 
(0. 70mmol) 0 3-7;yh'^ £250 mg©8Ugft-£$l£#fc 
(IR* 70. 790 0 &tfc : : 216 - 220 °C. PMRU pp 

m. DMSO-ds) : 4. 89(2H. s). 7. 35(2H. t). 7. 62(1H. s). 7. 77(2H. d). 8. 00 
(2H. d), 8. 20(2H. d). 8. 29(1H. d). 8. 72(1H. s). 10. 52(1H. s). 
H $feffq 54 : C7-^oo-3 - ( 4 - ? a a ^< > -tf > X >>U » ~ AO 
-2, 4 (1H, 3H) '/'J - l-*f;tQ titm 4 - 

g U >T S K (^^^54) ©£fi£ : 

HJfe0!l38 t l^li©2rj£T\ 300 mg (0.70mmol) © <ffc-£«B) 29 t 66mg 
( 0. 70mmo 1 ) ©4 — T ^ J t* »J y z> 26mg© IK SI Y fc -a l& f# ( 
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IR¥7. 4 96) o tttfc : **fe*Sfi. Hi* : > 180 °C (#ft?) , PMRC5 

ppm. DMSO-de) : 4. 88(2H. s). 7. 38(1H. d). 7. 53(2H. d). 7. 65(1H, s). 7. 

78(2H, d). 7. 99(1 H. d). 8. 18C2H. d). 8. 45(2H. d). 10. 68(1H. s). 

Htfe^J55 : (7-?pp-3- ( 4 - 7 □ p ^> -bf > X >>U » - 

-2, 4(1H, 3 H ) - * '/ U > ^ > - 1 - >0O BESS 2 - 

fc' 'J : J > T ^ K gfc£%l55) ©£fig : 

0£lfe#J38<t H«l ©;&&-£. 300 mg < 0. 70romol ) ©<t£®l29t 66mg 
(0. 70mmol) ® 2 - 7 ; 7 h* ') ^ > £150 mg© m M <£ & ®) £ # tz 
(IR3U2. 496 ) o f±tfc : ifc.6 : > 180 °C (#8?) . PMR( 

<5 ppm. DMS0-d 6 ) : 4. 94(2H, s). 7. 1K2H. t), 7. 35(1H. d). 7. 58(1H. s), 

7. 76-8. 33C8H. m), 10. 8K1H. s). 

nmmSS : 3 - { C7-?pp-3- (4-?PP^>-tf>X^* 
- 2, 4 (1H, 3H) -*±*J *) > f J*y - \ - 4 & ) T 
-b^^UT^y} -N-xf;ib''J-;-^Z>7>fty^ K ( fb £ 56 
) ©£fig : 

60ml©T -tr h - h U 'HI 1. 50g (2.97mmol) ©<fc£®l53£$ig L 
2.37ml (29. 6mmol) © 3 ^ fkx f- )l £ flu . 13B#l?a Jjn&3ti5lt 

8fc#U 1.5 gOWBft'&tt*!*^ («R^76.4%) 0 1£tfc : 

: 171 -172 °C (#*¥) , PMR(5 ppm.DMS0-d 6 ) : 1.53(3 
H. t). 4. 66(2H. q). 4. 98(2H. s). 7. 41 (1H. d). 7. 67(1H. s). 7. 82(2H. d). 

8. 01 (1H, d). 8. 13C1H. dd). 8. 19(2H. d). 8. 39(1H. d). 8. 85(1H. d). 9. 43 
(1H. s). 11. 42(1H. s). 

HjfeffiJ57 : 3 - { C7-?pp-3 - (4-9w<> 

-ji) - 2, 4 (ih, 3H) - 4=- ^ •/ > ^ > - 1 - ;to T 

tf ;l/7;;l -N-yf;^''J^-^A7-fty-f K (Yb^-^57 
) ©£fft : 
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mH&mSGt HHid. 200 rag (0.396 mmol) O it & 53^ £ 1 69 mg 

(JR^65.9%) c tttt : 8E*fefefi. »J& : 17 
7 -178 °C , PMR(<5 ppm. DMSO-de) : 4. 37(3H. s). 4. 98(2H. s 

), 7. 41 OH, d). 7. 67C1H. s). 7. 82(2H. d). 8. 01 (1H. d). 8. 10C1H. dd). 8. 
19C2H. d). 8. 38C1H. d). 8. 73(1 H. d). 9. 35(1H, s). 11. 38C1H. s). 

mmmss 4 - { (7-^dq - 3 - (4-?pp y o-tf>*^* 

;!/ ) - 2, 4 (1H, 3H) - * f- •/ U > >? > - 1 - >f ;l/ ) T 
•bf-;t/T * J } -N->f ^l/fJ ^ — fr/nT^*-^ K ( ft: %J 58 

) : 

Hifi^J56i: K«(w, 46rag (0.091 mmol) 0<k^%)54^ £29i»g©« 
«<fc^tt*»fc (UK 2*49. 2H) o tttt : Uk& : 178 - 

181 °C (#«?) , PMR(5 ppm. DMSO-de) : 4. 20(3H. s). 4. 97(2H. s). 7. 
41 (1H. d). 7. 71 (1H. s). 7. 81 (2H. d). 8. 00-8. 04(3H. m). 8. 18C2H. d). 8. 
73(2H. d). 11. 88C1H. br). 

3HftW59 : 1-^>^-7-?dd-3 - (4-^QD^>-t?> 
X ;b » - ;U ) - 2, 4 (1H, 3H) >^*-> 
59) ©£flc : 

15ml© ^ f ^twl/AT * K4 , ('> l.OOg (2.70mmol) <D<t&%0 

1 *#TC: 140 mgCD7K^<k-^ h M ^ A (60%, in oi 1. 
3.23mol)£tra*-T£S-e30#Klf# Vtz 0 £ ffrffi K $ £ K S> ^ 
:7o * K (385 #1, 3.24mmol) «»Tt, ^iS T — Bfe8t# U o 

, 4?S©7jc % yif Ax-fATft* Lfc&. ^BETKii LT777 
mg© J® ffc (IR^62.4%) 0 : fife* : 24 

2 - 244 °C, PMRCff ppb.CDCU) : 5. 2K2H. s).7.07OH. s).7. 17-7.3 
7(6H. m). 7. 57(2H. d). 8. 04(1 H. d). 8. 31 (2H. d) 

HtSffq60: 7-?pn-3 - (4 - ? n n ^ yMy x >>l/ * — ;tQ - 
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l - (4-->ryo->;i/) - 2 . 4 (1H, 3H) 

> ({b£%J60) (D&m. : 

51 59 1 IU 1.0 g (2.69mmol) O 1 J: O'540 mg 

(2. 75mmol) <D 4 - •> T J ^ > ;t> 7 a = Kj^£. 460 mgCD^Sfl: 
GtidZmtc (IR^34.9%) o : : > 200 °C (# 

A?) , PMRCdppm. DMSO-de) : 5.33C2H. s).7.28(lH. s).7.33(lH. d).7 
. 50(2H, d). 7. 79(2H. d). 7. 98C2H, d). 

HMfeg>J61 : 7-?no-3 - (4 -?aa^> -t? > X ;U — ;U ) - 
1- (3-->7M>-;;l) - 2, 4 (1H, 3H) - * ^ •/ 'J > 

> C fb^ tfel 61 ) CD^fiR : 

H2fffi^l59 t H^tr. 1.0 g (2.69mmol) © <t&® 1 *> O'540 mg 
(2. 75mmol) © 3 - ^7;^>^;I/7'd ; Kfr 420 mgO&JSfl: 
<k®£'&tz (lR*32.09O o &tfc : Hi* : > 200 °C (# 

<H) , PMR(<5 ppm. DMS0-d«) : 5.29C2H. s). 7.29C1H. s). 7. 32(1H. d). 7 
. 5-7. 6(1H. 01), 7. 6-7. 8(5H. m). 7. 98(1H. d). 8. 20C2H. d). 
^ tfe^d 62 : 7-?no-3- ( 4 - ? a >-tf > x;U*^.;U) - 
1- (2-->7MV^;l) - 2, 4 (1H, 3H) -^f/'J > 

> (ffc£%l62) O^fiS : 

H^0(159t I^^HC, 1.0 g (2.69mraol) © 1 <k D'540 mg 
(2.75mmol) ®2 - -> T y 'O ;U 7* p ^ Kfr£. 310 mgCD^jgYb 
£fcl£f#/c (lR^23.8*>) o tttt : ft & ISA, !fc£ : > 200 V (# 
*?) , PMR( 6 ppm. DMS0-d«) : 5. 38C2H. s). 7. 3-7. 4(2H. m). 7. 4-7. 5(2 
H, m). 7. 5-7. 7(1H. m). 7. 77(2H. d). 7. 84(1H. d). 8. 00(1H. d). 8. 17(2H, 
d). 

fg|fcff»J63: 1- ( 4 - T 'J )\,1r* is ft tltf — Arl > ^ ;IQ - 7 - 7 
00-3 - (4-?pp^>-tf>x;u»^;u) - 2, 4 (1H, 3 
H) (fb^^63) CD £ fig : 
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mmmsstmmtz^ 2.-0 g (5.39mmoi) ©{b£$) 1 *? zui.e g 

( 6. 27mmo 1) CD 4 -7"Dty f AtScIIS? 'J Jl zc X Jl & > 1 . 
32g CD8Ugfb£&j£l#/c (»K^44.9%) 0 : &fe*£f B , M£ : 

190 -191 °C (#8?) , PMRCSppm. DMSO-ds) : 4.78C2H. d). 5. 2-5. 4 
(4H. m). 5. 9-6. 1 (1H. m). 7. 2-7. 4(4H. m). 7. 7-8. 0(6H. m). 8. 1-8. 3(2H. 
in). 

jgiSSflW : 1 - ( 3 - ft )l#*r i/ > ^ JU) -7-?pp-3- ( 
4 - ^ao^>-tf>XA^- )l) - 2, 4 (1H, 3H) 
U > -^^ > (<b£%)64) CD £ fig : 

Hl^i 6 1.0 g (1.83mmol) CDfb-£1&637> 750 mg 

<D&m<t4®&'&tc (IR^80.9%) o : : > 25 

0 °C , PMR(<5ppm. DMS0-d 6 ) : 5. 16C2H. s).7. 1-7. 3(4H. m).7 

. 64C2H. d). 7. 72C2H. d). 7. 83C1H. d). 8. 04(2H. d). 12. 8UH. s. br). 

65 : 1 - ( 3 - T U * *r > ft ;U # — Jl> > 'J Jl ) - 7 - ? 
a o - 3 - (4 -^npQt^XAt^/l) - 2, 4 (1H, 3 
H) - * 1r *J *) y *J * y (<b-£%)65) CD £ fig : 

mffi^!I59<i:l^^(C, 2.0 g (5.39mmol) CDfb-£$) l <fc tfl. 6 g 
(6.27mraol) CD 3 -yo^y f^$,ISH7 U ;H^f^^b, l. 
85g CD&Jgfb£&l£f#/c (HX^62. 9%) o : Afc£ : 

> 200 °C , PMRC5 ppm, DMS0-d 6 ) : 4. 78(2H. d). 5. 2-5. 4(4H. 

m). 5. 9-6. KlH.m). 7. 2-7. 4(4H. m). 7. 7-8. 0(6H, m). 8. 1-8. 3(2H. m). 
Hlifeg>|66: l- C3-t>Jimr-y<yi?>\,) -7-?oa-3- ( 
4-7ao^<:/-tf>X;[/»^;t/) - 2, 4 (lH, 3H) 
U > ^ * > (fb-£&)66) cp^fig : 
HJfcfll 6 t 1.5 g (2.75miDOl) <D<t&® 65^ £ % l.28g 

v>mm<t&®*nt~ cnx^92.o%) 0 : ft&i&A. m* >25 

0 e C , PMRCdppm. DMS0-d 6 ) : 5. 30C2H. s).7. 3-7.5(4H.m).7 
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. 7-7. 9(3H. m). 7. 9-8. 0(2H. m). 8. 19(2H. d). 13. 2C1H. s. br). 
^flSff) 67 : 7-?oo-3- ( 4 - j> n a^>-t?>x;l/»^^) - 
1- (4 - (3-e'J^;tO T I J ti — )l s< y i> - 2, 4 
(1H, 3H) - *i-*f >) > iS-t > (rb-^^67) (D&f& : 

H Jfe^ 38 1 mmiz, 100 mg (0.2 mmol) <D<t&®Gi& J: CM9mg ( 
0. 2 mmol) ®3 - T ; ; t'J 91mg©&@fb£^ ( 

1R^80. 0%) o tttfc : *&fei£.fii, Hfe* : > 150 'C , PMR(<5 

ppm. DMS0-d 6 ) : 5. 34C2H. s). 7. 2-7. 5(6H. m). 7. 7-8. 0(5H. m). 8. 1-8. 3 
(4H. m). 8. 90 (1H. s). 10. 41 (1H. s). 

H lifcfflj 68 : 7-7PP-3 - ( 4 - ? a a ^ > -tf > X ;U » — ;U ) - 
1 - ( 3 - ( 3 - fc* 'J ;l/ ) T ^ J ii )V # ~ )V y f J )l } - 2 > 4 
( 1 H, 3 H ) -tt'/'J > (fb^1^68) CD^fiSc : 

HSfiS0!l38i: HHd. 100 mg (0.2 mmol) CD <t<& tin 66fc J: 1 9mg ( 
0.2 mmol) O 3 - 7 ; ; h''J ^ 96mg©$l® itiity ( 

IRIP85. 096) o t*1* : gfe* : > 150 °C (#P) . PMR(5 

ppm. DMS0-de) : 5. 33(2H. s). 7. 3-7. 5(6H. m). 7. 7-8. 0(5H. m), 8. 1-8. 3 
(4H.m). 8.90UH.S). 10.46UH. s). 

H ffiflj 69 : 4- (7-?an-3 - ( 4 - ^ n n^>€>x;l/»- 
Jfc ) - 2, 4 (1H, 3H) - 4=- -j- •/ U > ^ > - 1 - >f ^ ) * 
;K>7>f;^'j->> (fb£%)69) cd£& : 

^ISfc#J38t PH£{:: S 250 mg (0.5 mmol) <D m 64& <fc 0'85mg ( 
0. 2 mmol) O^'J i/> t - ^f Ax^fA^b, 310 mgOJS^-T -5 

C CD^#{*^ ^HSffifi?il29i:^^O^i£T. 230 mgCD&S ffc^ £ 

»fc (nxm82. o%) o : m&mik, m& > no °c (&m) . 

PMR( d ppm. DMSO-ds) : 3. 89(2H. d). 5. 29(2H. s). 7. 2-7. 4(4H. m). 7. 7- 
8.0(5H. m).8.20(lH. d).8.80(lH. t). 11. 95C1H. s. br). 
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- 9 u a s<y y 7. )i — 



;U) - 2 , 4 (1H, 3H) - * •/ 'J > * > - 1 - >T ^ ) ^ 7" 
yu^c > -/>f ^ yj -> > (fts-g- 13170) : 

mt&mSBt mmiz, 250 mg (0. 5 mmol) ©<fc£-%)66fc £ D'85mg ( 
0.2 mmol) ®rU:>>t-:7f-;l/Ji;*T-;U7^£, 310 mg©*S^-r £ 

z. <Dmm>#-fr <bmmm29t mmvyjmT^ 220 mg(omm<tit®)$: 

'&tz (JR^78.0%) o tt^ : HSfe^ H B B , : > 170 °C (#8?) , 

PMR(<5 ppm. DMSO-ds) : 3. 91(2H. d). 5. 28C2H. s). 7. 3-7. 5(4H. n). 7. 7- 
8. 0C5H.ii). 8. 20C2H, d), 8.83UH, t). 12. 60(1H. s. br). 
gg$fefffl71 : 7-?pp-3- ( 4 - ? p o -tf > X 4/ * — ;l/ ) - 
1- (4-^-hP^>^;U) - 2. 4 (1H, 3H) - ^ •/ 'J > 
*J* > (fb£%)71) cp^fft : 

£ifc«59£l^:Kll, 3.71g (lOmmol) <D<t&® 1 *> J: 0'2. 38g ( 
llmmol) (D4-ibn^>i?;^o; Kfr «s>, 4. 96 g V>&m<t%fy 
&ntz (IR^98.0%) o tttfc : : > 235 e C (#«?) 

, PMR( 5 ppm. DMSO-de) : 5. 39(2H. s). 7. 33-8. 21 (1 1H. m). 

mmmi2 1- { a - 7 \ j <<y *j -7-?pp-3- c 4 - 

^oo^>-tf>^^»^^) - 2, 4 (1H. 3H) 'J > 

S** > (fc£%l72) ©^fig : 

1.0 g (1.98mmol) © ffc£-®)71 £THF (100ml) i Sfcgfc (5 ml) © 
i^j^iSt^lU 400 mg©@KfcQ#£3sljlI 7k iJt 8s fin L 0 6 

*y^?D7F777^ - (&ffc / f- 1/ > : gt^i^ ;b = 30 : 1 ) 
tflfiU, >f 7 e^i--r^^ U 425 mg©EI®ffc£ 

Va&mtc (IR^45.2%) o 1*4* : : 191 -192 'C, 

PMR(d ppm. CDC1 3 ) : 3. 08(2H. br). 5. 08(2H. s). 6. 62-8. 33(1 1H. m). 
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H AS flj 73 : 7-?pp--3 - ( 4 - ? a a < > -far > x ;u * ~ ;t/ ) - 
1- (4 - f^^^7; - 2 , 4 (1H, 3H) - 

tf 7'J > > (<fc£%)73) CD^-fiR : 

300 mg (0.63mmol) CD <b£ 72*f X 1 00 rag ( 1 mmol) CD&Tfo 
/N^ge^THF(lOml) i:gSU 2 B$ISfill&Jg8St L/c 0 
S£L. ^ a n A^^jgfiYkU. 253 mg CD & Jg f fc £ £ f# ( 
IR^69.7%>) o 14 : Hi* : 175 - 177 °C, PMR(<5ppm, 

CDC1 3 ) : 2. 50 (4H. m). 5. 18(2H. s). 7. 20-8. 23(1 1H. m), 9. 94(1H. s). 12 
. 07OH, s). 

Hfl&0»174: 7-^oo-3 - (4-^oa^>-t?>X>'l/^^;i/) - 
1- ( 2 - t - 7 h * is ft Jl # — JlT i J <<> if )lj - 2, 4 (1 

H , 3 H) - •/ U > i?* > (<b^1^74) CD-^fiSc : 

Hifcffil59i:l^»»I^ 1.05g (2.83mmol) © fb-£<K) 1 *> <* tf894 mg 
( 3. 1 2mmo 1) CD2 - t - zf h * is ft Jl — ^7; y^>^;U^a * 
K^fc, 1.08mg®&S<b (iR^66.3%) 0 : 

h h b, Hfe* : 176 - 178 °C, PMR( 5 ppm. CDC 1 3 ) : 1 . 52(9H. s) . 5. 20(2H 

. s). 6. 64 (1H. s), 6. 96-8. 3K11H. m). 

mmmis 1- - i- tuu-z - ( 4 - 

{>dp/<>^>X^»-A>) - 2 , 4 (1H, 3H) - 4* •/ U > 
> Ub£%)75) CD^fiS : 
mifcM22k fflm(Dj58kX^ 950 mg (1.65mmol) CD <t-k® 74^ £ 75 
1 mgCDSf j@ ft (IRJ£95. 7<X>) 0 : Hfe* : 

228 -230 °C, PMR(5 ppm, DMSO-De) : 4. 96(2H. s). 5. 15C2H. s), 6. 44 
-8.22(llH.m). 

H»feffJ76 : 7-?na-3- (. A - 9 u u ^ y y )l * — )l} - 

l - (2--tJ-7fy-;i/T;y^>-;?;u) - 2, 4 (ih, 3H) - 
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nMM73£ mm(Dj5tikX , 100 mg (1.65mmol) © <t&®)75fr *> 94 
mg0^i@Yfc£$j£#fc (IR^77.796) a tttt : Hi* : 14 

8 -152 °C, PMR((5 ppm, DMS0-D 8 ) : 2.58(4H.ra).5. 08(2H. s). 7. 00-8 
. 22C1 1H. m). 9.77C1H. s). 

H Ifc 0(1 7 7 : C 3 - ( 3 - T 'J ^ ^ •> » ;[/ # ■=• ;U ^ > -if > X ;U 
^ ;l/ ) -7-?pp-2, 4 (1H, 3H) - tf/'J >i^t>- 

i - no fitse 3-eu^>y$ K 7 7) o^bR: 

<t&®> \ 4 HI, HJfetfJ 2 5iliOSftT (8- 

( 3 - T 'J 4> it *r i/ f) )l # — ^ 'O -tf > X ;U * — ;U ) - 7 - ? a o 
-2, 4 (1H, 3 H ) - * :T */ 'J > i> * > - 1 - >f ftH! t - 

^f;uxfi$#, 2 &r:$ifi0!l 2 9 tK«©#fc-e C 3 - ( 3 

— 7 U Jl # ^ is ft Jl )l > > X >l Jl) - 7 - ^ o d - 2 
, 4(1H, 3 H ) - * * */ U > S> * > - 1 - -f ;lO ftlfc * » o 

Wcl^T , 3 S tm&O-fife-e. 5 0 0 m g ( 1 . 0 4mm 

o 1 ) CD C 3 - ( 3 - T U ;U * + tt Jltf — /I ^ y M > X 71/ * =- Jl 
) -7-?an-2, 4 (1H, 3H) - * */ ' J :/ S> * > - 1 - 

;l/ ) WtWtt 9 8mg (1. 04mmo 1) O 3 - 7 ; ; h' 'J > 

t> 3 3 2 m g (DmM<t&®$:'&tz (iRip 5 5 . 8 % ) 0 t*tt : & 
14* : >200°C . PMR ( 6 ppra. CDC13) : 4.83(2 

H. d). 4. 92C2H. s). 5. 30C1H. d). 5. 42C1H. d), 5. 95- 6. 03(1H. m). 7. 17( 
1H. q), 7. 23(1 H, d). 7. 38(1H. s). 7. 69(1H. t). 7. 94(1 H. d), 8. 02(1H. d) 
. 8. 33(1H. d). 8. 51 (1H. d). 8. 56(1H, s), 8. 83(1H. s). 8. 95(1H. s). 
mti&M 7 8 : ( 3 - ( 3 - ft )l 3? * is ^ > -tf > X )l » ^ ;U ) - 7 - 
? p p - 2 . 4 (1H, 3H) - ^'/'J - l-^;!/) ft 

Wt 3 - e 'J 'J >T * K ({!:£& 7 8 ) CD^fiSc : 

mt&m B tm&KDJj&T, 2 8 6mg(0. 5 2mmo 1) Oft 
£®l 7 7t^£2 3 0 m g ©glJgfl: (IR^8 6. 7%) o 
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f£tt : :->200°C ( # # ) , PMR ( 5 ppm. DMSO - 

d6) : 4. 88(2H. s). 7. 38(2H. d). 7. 64UH, s). 7. 86C1H. t). 8. 01(2H. d) 
. 8. 31 (2H. t). 8. 41 (1H. d). 8.72C2H. s). 10. 52UH. s). 13. 4(1H. br). 
jMglJ 7 9 : 3 - { C 3 - (3-7'J;l/tt^^;^-;K>t'> 
XJl* — >l) - 7 _/7 DD - 2> 4 (1H, 3H) -tf/'J>^ 
:f > - 1 - >f AO T-tr^^T^y} -N-Xf ^b'^^-^AT-f 
^ y-T K Utit®} 7 9 ) : 

Hi&fijfll 5 BtHISO^T, 1 0 Omg (0. 1 9mmo 1) <D 
<t&®7 8i^6 5mgO«lft*«*»ik 4 9. 9%) o 

tttt : fe&ttA. M& : > 200 °C , PMR (6 ppm. DMSO 

- d6) : 1. 53C3H. t). 4. 66(2H. q). 4. 98(2H. s). 7. 41(1H. d). 7. 67C1H. 
s),7. 87C1H. t). 7. 96C1H. s). 8.02UH. d). 8. 13C1H. t). 8. 33C1H. d) , 8 
. 41 (1H. t). 8.71UH. s). 9. 43(1H. s) . 1 1 . 41 (1H. s) . 13. 35 (1H. br). 
jffigH 8 0 : (7-?an-3 - ( 4 - ? a a ^ > -tf > X '1/ » — ^ 

) - 2, 4 (ih, 3H) -^yu>^:j->-i--r>>u) s^^^< 

> >?;l/T * K (fls-frtt 8 0 ) g>-£F% : 

Hifi>J3 8 3 0 0mg(0. 7 0 m m o 1 ) © 

fb^^l2 9t 7 6 // 1 (0. 7 0 mmo 1) ©3-T;;t'iJ^> 
^b 2 5 0 mg (Dmm<t4t®&'&tz CUm 6 8. 9 %) o : ft 

H*.6 : 215 -216 °C, PMR ( 6 ppm. DMSO -d6) : 4. 30 
(2H. d). 4. 75C2H. s). 7. 15(2H. d). 7. 23 - 7. 40(5H. m). 7. 8K2H. d). 7. 
98UH, d), 8. 21(2H, d). 8. 66(1H. t). 

^1 SfcffJ 8 1 : C7-?an-3 - ( 4 - 9 a a s<> > X)l<* — )1< 
) - 2 , 4 (1H, 3 H) - * i- V *) y iS * y - I - 4 >l) WfWt 4 

- h'3 'J ^7 ; K (fL^ffi 8 1 ) ®&f& : 

3 8 tlliO^St, 3 0 Omg (0. 7 0 m m o 1 ) © 
Vc&m 2 § b 1 \ u \ (0. 7 Ommo 1) (D4-7;yyf^h* 
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0 5> £ 1 6 0 m g OMmit&ty&'&K (lR2p 4 4 . 0 % ) „ & 
: ft&tSfi, K£ : > 200 e C . P MR ( 6 ppm. DMSO - 

d6) : 4.31C2H. d),4.79(2H. s).7. 16C2H. d).7.39(lH. d).7. 45C1H. s) 
. 7. 81 (2H. d). 7. 98C1H. d). 8. 21 (2H. d). 8. 46(2H. d). 8. 93C1H. t) 
Htfcgtf 82: (7-^od-3 - ( 4 - ^on^Qif 
) - 2 , 4 ( 1 H , 3H) 'J >^*>-l--T^:ifftBfe5 

- >T > K- )1>T l K (fb£%) 8 2 ) g>-£fig : 

8 tl^iO^ST, 3 0 0mg(0. 7 0 m m o 1 ) <D 
ft^!2 9t9 2mg (0. 7 Ommo 1 ) O 5 - 7 ; ; O F- 
Jlfr Z> 2 5 7 m g ©ii«{fc<&»»£#fc (iRSp 6 7 . 6 %) 0 tttt : 
It* : 222 - 224 °C, PMR ( 6 ppm, DMSO - d6) : 4. 
86C2H. s). 6. 37(1H. s). 7. 16(1H. d). 7. 31 - 7. 40(3H. m). 7. 59(1H. s), 
7.77- 7. 82C3H. m). 8. 00(1H. d). 8. 21 (2H. d). 10. 04(1H. s). 11.01 (1H. 
s). 

HflSflJ 8 3 : 3 - { C7-?pp-3 - j 4 - 9 a a > X JV 

» - >>U ) - 2, 4 (1H, 3H) - fr-*--/U >^*>-l-^ 
T -tr f - 71/ T ^ J } - ( N - t - -J h * is ft Jl # - Jl / f - Jfc bf U ~ 
Tt; A) zTw( K at&®) 8 3 ) CD£fiE : 

H»£0>J 5 6tffi*§©;£&Ts 1 0 0 m g ( 0 . 2 0 m m o 1 ) © 
it^VB 5 3 t 5 8 At 1 (0. 3 9mmo 1) O^o^Sit-^f 
71^ 6 1 1 3 m g (lR2g 8 1. 5 *> ) « : 

ft&ttA, St.S : >200°C . PMR ( 6 ppm. DMSO - d6) : 

1. 44C9H. s). 4. 97(2H. s). 5. 59 (2H. s). 7. 39 (1H. d). 7. 69C1H. s). 7. 80( 
2H. d). 7. 99(1H. d). 8. 18 - 8. 20(3H. m), 8. 47(1H. d). 8. 77C1H. d). 9. 4 
9(1H. s). 11. 5K1H. s). 

nifcm 8 4 : 3 - { C7-?pp-3 - j 4 - 9 a a *<y -V y X Jl 
» ;U ) - 2 , 4 ( 1 H , 3 H ) - * ir •/ U > ^ * > - 1 - 4 Jl ) 
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T -tr * )l T * J } - N - -ft )l # 4=- is / * Jl e 'J : J =- U 7' o v ^ K 
(<fc£&) 8 4 ) g)^-BK : 

mmM 2 9 9 4 m g ( 0 . 1 3 mm o 1 ) 0ffc 

£*g&8 3fr£ 8 2mg©«Ift^«$»fc o : 

^b h b, lb* : 156 - 157 °C, PMR ( 6 ppm. DMSO - d6) : 4.98(2 
H. s). 5. 60(2H. s). 7. 40C1H. d). 7. 70C1H. s). 7. 82(2H, d). 8. 00(1H. d). 
8. 19(3H. m), 8. 49(1H. d). 8. 79(1H. d) . 9. 49(1H, s). 11. 56C1H. s). 
fgffiflj 8 5 : C7-^aa-3 - ( 4 - ? o o ^<> -tf > ^ ;U * - ^ 
)-2. 4 (1H, 3H) -»7"/'J>^t>-l->fA>) ft>4 
- tr U 5 ^-^T $ K (<t£VS 8 5 ) g)-£-J% : 

mmm 3 8 tmmcDJi&r^ 300mg(0. 7 0 mm o 1 ) © 
1^1)2 9 H 7mg (0. 7 Ommo 1 ) (D4 - 7; y f'J ; ^ 
£ 6 0mgCD8D@{b£«3£r7#*: C MX ^ 1 6. 9%) 0 : & 

fe&ifl. : 217 - 219 °C, PMR ( 5 ppm. DMSO - d6) : 4. 96 

(2H. s). 7. 38C1H, d). 7. 79(1H. s). 7. 8K2H. d), 7. 99(2H, d), 8. 19C2H. d 
). 8. 68C1H. d). 8. 93(1H. s). 11. 27(1H. s). 

H IfeffiJ 8 6 : (7-^oa-3 - ( 4 - ? o a ^< > -tf > x ;u » ^- ;u 
)-2, 4 (1H, 3 H ) - 4* '/ U > * > - 1 - JtQ BEBE >f 
7^nh'^7; K (<t&®) 8 6 ) O^fig : 

Hlife0!l3 8ti^®CD2f8;T> 3 0 0mg(0. 7 0 mm o 1 ) © 
fb^%2 9 t 5 9m 1 (0. 7 Ommo 1 ) ©r^^h'^T ; > 
^ h 1 3 0 m g ®«Hfls#tt£#rt: <JR* 3 9. 5 % ) 0 £1* : U 
fe&il. Hkj#C : 223 - 224 °C, PMR ( 8 ppm. DMSO - d6) : 1.02 
(3H. s). 1.04C3H. s), 3. 81-3. 86C1H. m). 4. 58(2H. s). 7. 30(1 H. s), 7. 3 
5(1H. d). 7. 79 (2H, d). 7. 96(1H. d). 8. 04 (1H, d). 8. 17(2H. d). 
HflSff>J8 7 : C7-?pp-3 - ( 4 - 7 a p ^ > -tf > X A' — /l/ 
)-2, 4 (1H, 3 H ) - 4* '/ U > *• > - 1 - >T BEBt 4 
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- ( 2 - T £ y ) ¥ *) iiJ — JIT j K ( ft £ %D 8 7 ) CD £ fiE : 
$UMJ3 8tl^;|iCD;fr&T. 3 0 0mg(0. 7 0 m m o 1 ) CD 

Vc&m 2 7mg (0. 7 0 m m o 1 ) CD 2 , 5 - : J T = J h" 

u ^ ^ >^ «i i 9 o m g ommititvii&'&tz (i&m 52. 1 90 „ 

tttt : ftlftiA, : >200°C (#8?) , PMR ( <5 ppm. DMSO - 

d6) : 4.83C2H. s).6.49(2H, s).7.37UH, d).7. 57C1H. s),7. 89(2H, d) 
. 7. 97(1H. d). 8. 18C2H. d). 8. 34(2H. s). 10. 30(1H. s). 
H life 8 8 : C7-?oa-3 - ( 4 - ? n o -tf > X ;U ^- 
) - 2 , 4 (1H, 3H)-4^-/U>^*>-l--0^:»5lF&^ 
h >T ^ K 8 8 ) CD £ fig : 

^ifi^J 3 8tli0^ftt\ 300mg(0. 7 0 m m o 1 ) CD 
<fc-£#) 2 9 £: 8 5 m g (0. 70mmol) CD *> b •> > ^ 1 0 1 
m g CD gUStt^t&l (JR35 2 7 . 6 0 : Ik 

* : >200°C PMR ( <5 ppm, DMSO - d6) : 4.92(2H.s),6 

. 96C1H. d). 7.38C1H. d).7. 65C1H. s). 7. 80(2H. d), 7. 85C1H. d). 7. 98(1 
H. d).8. 19(2H.d). 11. 08C1H. br), 11. 58C1H. br). 

mmms 9 : C7-?oo-3- (4-n»'>^>tf>X;l>»> 
40 - 2 , 4 ( 1 H , 3H) -^t'/'J>^t>-l-^^) S» 
3-h''J-;^7; K ( <t&® 8 9 ) CD £fig : 

it&Va 1 3 5 zmfttoKt it, n«0«2 5t^«©^rft-r C7 

- ? a a - 3 - (4-^ + ->'<>^^XAt»-A) - 2, 4 (1 
H, 3H) -*t7iJ>yt>-l--fA) Mt-^f AiXf 

$ €>(C£ffiffl| 2 9 ^I^^CD^j£T' (7-?aa-3 - (4 

- / h * -tr > X ;U * - ;U ) - 2, 4 ( 1 H . 3H) - * ^ V 
'J > 1 - >T AO 8fc&£-#/c 0 

Se^T, ^ffifill 3 8 tl^iO^ifeT, 3 0 0mg(0. 7 1mm 
o 1) CD C7-?oo-3 - (4-^ h + > -br > X ;U * — ;U ) 
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- 2 , 4(1H. 3 H ) - * V »J > S> * > - 1 - ^ ) fttt i: 6 
6 m g (0. 71mmol)03-7;;^U>^^261mg 
<DW.m<tG%B$:'&tz 7 3. 4 96 ) o : M& : 
>200°C , PMR (dppm. DMSO - d6) : 3. 86C3H. s). 4. 88( 
2H. s). 7. 21 (2H. d). 7. 35C2H. t). 7. 62C1H, s). 7. 98(2H, d). 8. 12(2H. d) 
, 8. 28C1H. d). 8. 70(1H. s). 10.52C-1H. s). 

llflSffl) 90 : 3 - { C7-?aa-3 - (4-yh^^^>-^>X 
;U * ^ ;U ) - 2 , 4 ( 1 H , 3 H ) - * ± '/ U > ^ ^ > - 1 - >f ^ 
D 7tf ; ;} -N-xf ;l/b''J A7>f t^-f F (fb^ 

$0 9 0 ) CD^BE : 

HJfe0tJ 5 6i:l^^l©^j*-C. 2 0 Omg (0. 4 Ommo 1) © 
<t&® 8 9 2 2 9m g ©SSlgrt;£$! (IR* 8 7 . 2 96) 

o tttt : Hfe* : 170 - 172 °C, PMR ( <5 ppm, DMSO - 

d6) : 1. 50(3H. t). 3. 87(3H. s). 4. 64C2H. q). 4. 97(2H. s). 7. 22(2H. d) 
. 7. 39C1H. d). 7. 65C1H. s), 7. 99C1H. d). 8. 12(2H, d). 8. 37(1H. d). 8. 83 
(1H. d). 9. 42(1H. s). 11. 40(1H. s). 

H ffigq 9 1 : C7-?pp-3 - ( 4 - ? o o ^ > -tf > X ;b * ;b 
) - 2 , 4 (1H, 3 H ) - * '/ 'J > > - I - >f JIQ BE» 5 

- ^ 7 'J^7; F (itisty 9 1 ) CD^fiS : 

3 8 t « CD & T% 300mg(0. 7 0 mm o 1 ) © 
ft£«8 2 9 £ 1 0 1 m g ( 0 . 70mmol)(D5-7;/*;'J 
£ 2 4 5mg©&)g (IR* 6 3. 096) 0 t4t»t : 

*8fe*£J!i, Mi& : 218 - 220 e C, PMR ( 5 ppm, DMSO - d6) : 5. 
02C2H, s). 7. 39 (1H. d), 7. 64(1H. t), 7. 72 - 7. 8K5H. m). 7. 89(1 H. d). 
8. 00C1H. d). 8. 2K2H. d). 8. 36(1H. d). 8. 92(1H. d). 10. 32(1H. s). 
^ Sfe M 9 2 : C7-?oo-3 - ( 4 - ? a a ^< > -tf > X ;U ~ ;U 
)-2, 4(1H, 3 H ) - * •/ 'J > * > - 1 - >f JtQ BEBE 4 
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- (4 - t - y t}-)\y h'fp : J y - 1 - AO T ^ K ( 
<fc£%) 9 2 ) ©£fig : 

HJfcfll 3 8 tl^f ©^fet\ 5 0 Omg (1. 1 7mmo 1) © 
<t&%8 29t323mg(l. 1 ?mmol)(D4 - (l-t-7 
h * > iJ ft # — A* f ^ 5 2> > - 4 - >f AO T — U > 7^ £ 6 0 8 m g 
©^Sffc^^ff/c (iRlp 7 6. 9 9tf) o : Mfc.& : 

195 - 197 °C, PMR ( 6 ppm. DMSO - d6) : 1. 40(9H. s). 3. 02C4H 
. br). 3. 43(4H. br). 4. 80(2H. s). 6. 90(2H. d). 7. 38(3H. t). 7. 55C1H. s) 
. 7. 80(2H, d). 7. 97C1H, d). 8. 18(2H. d). 10. 05(1H. s). 
HfflSffJ 9 3 : (7-^oo - 3 - ( 4 - ^ o a ^ > -tf > X ^ — A/ 
) - 2, 4 (1H, 3H) - * -J- •/ 'J > ^ * > - 1 - >f AO IE ft ( 

4 - br^5,-^ > - 1 - >f ao y * k at&Vd 9 3 ) g>£-5K : 

Htfcfll 2 9 tii©^ftt% 4 0 6mg (0. 6 9mmo 1) © 
ffc<£*B) 92^b 2 2 0 mg ©glg<t£«8 5 4. 2 96) 

o : ft&£A. f&& : 176 - 178 °C. PMR ( 8 ppm, DMSO - 

d6) : 3. 14-3.21(8H.m).4.81(2H.s).6.93(2H.d).7.34 - 7. 42(3H. 
m). 7. 55C1H. s). 7. 79(2H. d), 7. 97C1H. d). 8. 18(2H. d). 10. 11(1H. br). 
Htft ff>J 9 4 : (7-?pp-3 - ( 4 - y ?• A/ O -tf > X A. * ^ A/ 
)-2, 4(1H, 3 H ) - * '/ 'J > :>> * > - 1 - >f AO BEBE 3 

- fc' u ^ ;w y * k (ib^i9 4) : 

<b^«& 3 7 £ttin$isi t it> $21*1 2 5 tmrnvum-c C 7 - 

? a n - 3 - ( 4 - * ^ A/ -tr > X A, * ^- 7b ) - 2, 4 ( I H , 

3 H ) - * •/ y :/ s> * > - 1 - * ao IEB? t - 7* f- ;u x * -r a* £ 

z *>izmmM2 9 tmm<Dj5tk-c c 7 - ? a n - 3 - c 4 - y 

f - A* a; > -tf > x )l * ^- >>U ) - 2 . 4 ( 1 H , 3 H ) - + -J- */ U > 'J 
* > - 1 - 4 A,} &m*'&tz 0 
£c(^T, nt&m 3 S kmmojj&i-V^ l. 0g (2. 4 5mmo 
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1) (D<t&®i 2 9 ^ 2 3- 0 m g (2. 4 5mmo 1) © ( 7 - ? n 
o - 3 - ( 4 - t =f- -V y * — ;U ) - 2, 4 (1H, 3H 

) -+t7'J>^t>-l-^^) SI. 0 g CD&gft^ 

£r#/c (»R^ 8 4. 2%) . 1£tfc : Hi* : 151 - 153 °C 

, PMR ( 6 ppm, DMSO -d6) : 2. 41 (3H. s). 4. 88(2H, s). 7. 35(2H. 
t). 7. 51 (2H. d). 7. 61 (1H. s). 7. 97(2H. d). 8. 06C2H. d). 8. 28(1H. d). 8. 
70UH. d), 10. 53(1H, s). 

H fflfiffij 9 5 : 3 - { C 3 - ( 4 - t =f- > -tf > X ;U » ^ ;U ) - 7 

- ? o p - 3 - ( 4 - ^ h ^ i/ ^ > -tf > X ;U * ^- >H/ ) - 2. 4 (1 
H, 3H)-4-^-/'J>^*>-l-^;U)T-t?5 : ->>l/TW} -N 

- J-f- ;b tT U ^^-)A7-ft^^ K (<t&®> 9 5 ) CD-£fig : 
HJfc#J 5 6tH»OJftt> 5 0 Omg (1. 0 3 mm o 1 ) © 

itizty % 4^b4 6 OmgCDii^^i^ifc (J&s£ 6 9. 7%) 
o £fett : M& : 157 - 159 °C. PMR (S ppm, DMSO - 

d6) : 1. 5K3H. t). 2. 42(3H. s). 4. 64(2H. q). 4. 97(2H, s). 7. 39UH, d) 
. 7. 51 (2H. d), 7. 64C1H. s). 7. 98 - 8. 11 (4H. m). 8. 37C1H. d). 8. 82C1H. 
d). 9. 4K1H. s). 11. 38C1H. s). 

31 tfcffa 9 6 : C3-^>-tf>X;U^ — ;U- - 2, 4(1 

H , 3 H ) - ^ '/ 'J > i> -t y - 1 - >f ;U ) 3 - fc' U ^ Jl T * 
K (fb-frft 9 6 ) CD^ft : 

it&® i i t tx. ^jfi^i 2 5 tra»©^rfe-c C 3 - 

0-tf>x;U* — ;l>-7-?nn-2, 4 (1H. 3H) 

u > >- i - ji) mm t ji**?- Ji&m. z zizmm 

m 2 9 £^<£©;£&T C 3 - 7 - ? a a - 2 

, 4 ( 1 H , 3H) - + t7'J>-^t> - Sm^llfco 

ttl^-C * H*fi5 0»I 3 8 t I^^CD^fe-Ts 500mg(l. 30mm 
o I) O (3-^>-tf>X^*- ;i/-7-^na-2. 4 (1H. 
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3H) - 4 s - */ 'J > 2> - 1 - >10 WtW&t I 2 3mg (1. 3 
Ommo 1) 0 3-7;; f'J^>*^3 9 Omg (D&m<t&%0$: 
'&tz (iRSp 6 3. 7 96 ) o : : >200°C (#8?) 

, PMR (dppra. DMSO - d6) : 4. 87(2H. s) . 7. 34 - 7. 39 (2H. m) , 7 
. 62(1H. s). 7. 70(2H. t). 7. 80(1H. t). 7. 98(2H. d), 8. 19(2H. d), 8. 29(1 
H. d). 8. 70C1H, s). 10. 50C1H. s). 

mt&mS 7 : 3 - C (3-<>-tf>;01/*^-^-7-?PP-3- 
( 4 - y h ^- '> ^ > -tf > ^ ^ ^ — ;U ) - 2 , 4(1H, 3 H ) - 

•r •/ u > ^- > - i - ;u ) 7-trf a? ; ;) - N - j- =t- ji e u 

~^A7-fty^ K (lb ^-^9 7) 

HSffi#J 5 6tl^1i©;£&T\ 2 0 Omg (0, 4 2 mm o 1 ) ® 
it^m 9 6^bl 0 Omg ®&m<t&®&ntz (JRs£ 3 8 . 0 % ) 
o tttt : iffei^S. : 99-101 °C, PMR ( 6 ppm. DMSO - d6 

) : 1. 52C3H. t). 4. 66(2H. q). 4. 97(2H. s). 7. 41 ClH. d). 7. 67(1H. s). 7 
. 73(2H. t), 8. 01 (1H. d). 8. 13UH. t). 8.20(2H. d). 8. 39C1H. t). 8. 85(1 
H. d). 9.43C1H. s). 11. 40(1H. s). 

HKISffi) 9 8 : C7-?pp-3 - ( 4 - ? p p -if > * ^ * ~ ^ 
)-2, 4 ( 1 H , 3 H ) - * -J- '/ U > * > - 1- 4/ ) BEtt 4 
-S - (2 - t - :/ h ^ ^ ft ~ ^ - 2 - t - :/ -> * ;u # ■=■ 
;17 ; ;) xf ;i7^'J F (fb-£-%) 9 6) cp^fig : 

l£SI60>J 3 8tii©JST\ 5 0 Omg (1. 3 Ommo 1 ) © 
ffc-k&J 29£:392mg(l. 1 7mm o 1 ) ®4 - 7 ; 7 ^ ^ 
•> * )l # — ;U y 1- )V T — U > £ 5 0 OmgOilft^i^ll/: ( 
iR^ 6 3. I 96) o : US* : >200°C (#P) , PM 

R (6 ppm. DMSO - d6) : l. 34U8H, s). 2. 79 - 2. 86(2H. m), 3. 95 - 
4. 03(2H. s). 4. 83(2H. s). 7. 16C2H. d). 7. 37(lH. d). 7. 43(2H, d). 7. 56( 
lH. s).7. 78(2H. d).7. 98(lH.d).8. 17(2H, d). 10. 19(1H. s). 
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fl>J 9 9 : (7-?oo-3 - ( 4 - ^ d o^>-tr 
) - 2 , 4 (1H, 3H) - tf/'J >i?t> - 1 - -fA>) ft!4 
-L-7x-;i/77->7; K ( fl: 9 9) O^fiR: 

IIJasWI2 9<i:l^^©^^t:\ 4 0 Omg (0. 5 9 mm o 1 ) © 
<t&<® 9 8^t> 3 1 OmgCD««fl:#«l£»fc o tttt : 

m&mFB, : 191 -193 °C, PMR ( «5 ppm, DMSO - d6) : 2. 

97- 3. 10C2H. m). 4. 14C1H. br). 4. 85(2H. s). 7. 2K2H. d). 7. S7C1H. d). 
7. 50(2H. d). 7. 56C1H. s). 7. 80(2H. d). 7. 98C1H. d). 8. 16-8. 21 (4H. m) 
. 10. 32C1H. s). 

mifcm 1 0 0 : (7-?oo - 3 - (4-?PP^<>-tf>:*>>U»~ 
)V) - 2 , 4 ( 1 H . 3H) - tf/'J>^t> - 1 fti 
2 . 4 - ^ - t - :/ h 4- -> ft Jl <K — >l T ^ U K (<t&%S 1 0 0 ) <2> 

Hife0d3 8<i:l^«|cD^j*T, 5 0 Omg (1. 1 7mmo 1) © 
<t%® 2 9 t 3 4 2 m g ( 1 . 1 7 m m o 1 ) © 2 , 4 - 5> - t - 
y F + ->*;b^-;l/7-'J>^b 2 3 9 m g O mm &l % f# tz ( 
JRSp 6 2. 3 90 o tttfc : &fe*£i? a , Bfc.& : >200°C , P M 

R (tfppm. DMSO -d6) : 1. 57(18H. s). 4. 87C2H. s). 7. 40C1H. d). 7. 
65C1H. s). 7. 80(2H. d). 8.00C1H. d). 8. 11(1H, s).8.20(2H, d),8. 36(2H 
, s), 10. 68C1H. s). 

1 0 l : (7-?np-3 - (4 - ?QP^>-tf 
^ ) - 2 , 4 (1H, 3H) - tt7'J>'^t> - 1 --f^) 
2, K (ft^ttl 0 1) <D^)8: 

Hlfte^l 2 9 i:m&®J5&-C, 3 0 4mg(0. 4 3mmo 1) © 
<t&®} 100rt>£239m g <D&mit&®}&ntz (Mm 9 3 . 8 % 
) o tttt : M& : 218 - 220 °C, PMR (<5ppm. DMSO 

-d6) : 4.86(2H.s).7.38(lH.d).7.65(lH.s).7.78(2H.d).7.99(lH. 
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d). 8. 17 - 8. 19(3H. m). 8, 39(2H, s). 10. 62(1H. s). 

HiSSfltJl 0 2 : 7-^po-3 - (1 - yf^h'o-;b-3-Xy|/ 

.=. ju ) - 2, 4 (ih, 3H) -*-t'S y mry ( fb£ %) 1 0 

2 ) O^fiSc : 

^Ifiyf fc^O 1 1 - y f ^h'D-;!, - 3 - 7;^>7 ; K 

mmm s e tmmco^mx-, n - (l-yfAto-^- 

3 - x ;u * ^- ) - N ' - (2-y b + ->*;U-^-5-?DD 

— ;i) "Jl/T^H, 1. 89g(5. 08mmol) 

© N - ( 1 - * ^ )l fcf a - ;U - 3 - X )V * — ;l/ ) - N ' - ( 2 - * 
)l tflr i; - 5 - 9 a a 7 j_ — >)l/7^b7 1 2mgOi®ft^ 

(mm 4 1. 3 o 144* : Rk.£ : >200°C 

8¥) , PMR ( <5 ppm. DMSO - d6) : 3. 71 (3H. s) . 6. 61 (1H. s). 6. 90 
(1H. s). 7. 12C1H, s).7.23(lH. d). 7. 72(1H. s). 7. 86(1H. d). 11.59UH. 
br). 

l 0 3 : [7-9ao-3- (1 - yf;^p-^-3-X 
)V » ;u ) - 2 , 4 ( 1 H , 3 H ) - ^ ^ '7 U > ^ * > - 1 - << ^ 
J BEBfe 3 - e U ;U T ~ K ( <t&® 1 0 3 ) Ol=rJ% : 

itisfy \ 0 2£ffi3fc®l1ftLT, ffSteflJ 2 5tlf^©^r&-eC7 
- ? a a - 3 - (1 - /f;lh'D-;l/-3-x;l/^-;l') - 2, 4 
(1H, 3H) -*■*-*/ >J - l - >r ;U ) |fc & t - :/ ^ ;U ^ 

£ bCHi^H 29t[^ei©^j*-e (7-?nn-3- 
( 1 - / * )V fcf a - ;U - 3 - X ;U * - )l ) - 2 , 4 ( 1 H , 3 H ) 

^^Ts mfetfl 3 8 4 1 0 m g < 1 . 03mm 

ol) 03 - C7-?na-3 - ( 1 - y f ^h'o-A - 3 - 
* ^. ;U ) - 2, 4 (1H, 3H) >S>;|->-l->f;iO 
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WtWl b Q 7 m g (1. 0-3mraol) © 3 - 7 ; 7 f'J 4 

5 m gcDmmit&to&ntz (ir^9 . 2 *>> 0 : m&f&ik, m 

.6 : >200°C (#P) . PMR ( 6 ppm. DMSO - d6) : 4. 92(2H. s) . 6 
. 64(1 H. s). 6. 92(1H. s). 7. 36(1H. d). 7. 42C1H, q). 7. 62C1H. s), 7. 76(1 
H, s). 7. 98C1H. d). 8. 03(1 H. d). 8. 33 (1H. d). 8. 76(1H. s). 10. 60OH. s) 

mt&m I 0 4 : 7-?op-3 - (4-X^^^;bt^;l-l- 
t ?• )l h' v V - )l - 5 - X )l * x ;U ) - 2 , 4 ( 1 H , 3 H ) - * 
■* '/ U l 0 4 ) Q-p fiic : 

l. 26g(4. 8 9mmo l) ffi l - y f - 4 - i h + 
;b # r. ;l/ f v V - ^ - 5 - v^l/sfc — JU-rvS'T* - hi, 8 3 9 m 
g(4. 89mmol) 02-7;;-4-?QD$|f| 

HBfefltf l t UT. 7 l 2mg©S!J@tt (HX 

$3 5. 3 *>) o tSfetfc : ■*£ : 222 - 224 e C, PMR ( 

<5ppm. DMSO -d6) : l. 05C3H. t). 2. 09C8H. s). 4. 04(2H. q). 4. 25C2H 
. s). 7. 15C1H. s). 7.29UH. s). 7. 91 (1H. d). 8.02(1H. s). 11. 92(1H. br) 

mt&M 1 0 5 : 3 - (7-?pa-3 - ( 4 - ? p a ^< > -if > X ;l/ 
^ jl ) - 2 , 4 ( 1 H , 3 H ) — "/ 'J > ^- > - 1 - >T Jl ) 
7-trf ;l/7 ; ; 7x^S/'J >g? (<t&® \ 0 5) CD £ fig : 

3 5ml Ol*THF, fcJ:y'2m 1 0^^f^tw^7 : K d 
1. 00g(l. 92mmol) (D<t&® 4 0 U 606m 

g (8. 6 5mmol) © ^ h 7 V - ;K J: £>' 6 8 9 m g (2. 
88mmol)©N, N ' - i> - \ , 5 - S> h K a - 2 , 4 

. 3-^>7^t + tt>X7xh'>-3-7;>^ll0^T, Iflt 

8 0 



WO 97/1 1941 



PCT/JP96/02830 



£->'J#¥;u#7^?ovhr-?:7-f- ( ftSf x f - ;u : n - ^ * 
> = 1 : 3) "CttSLT 6 8 7 mg03 - (7-?dd - 3 - (4 
- jrnD^>Hf>X^*-^) - 2. 4 (1H, 3H) - * "M/ 'J 
- 1 - -f A) 7tfA7i;7x; + i/-2, 4, 3 - 

Jt^ts 1 Oi10^?dd^>i: 5 9 5 mg (0. 8 7mmo 
1) ©3 - C7-?oa-3 - (4-^nu^>-b">x;l/*- 71/ ) 
-2, 4 ( 1 H , 3H) U 1 - 7U ) T-bf-Jl 

7;;7x;*->-2, 4, 3-^>7^t+tt>X7ilf>^l 
IU - 2 5 °C(C^SP Ifco &iP7\ 256mg (1. 48mmo 

i) ©m-?oDa^af»*iit3 o^ntfbfc. sts&Kia 

t>i:iSfC, 7Omg0^7^-)ASf (1 0%) £tJHX.T7k 

<»R*ft»x^^-CfefiYkLT, 16* L 2 5 6 m g ©^ Wfb-ktt £ 

#fc (UK* 49. 2 96) o *fc# : : >200°C ( ft? ) 

, PMR (<5ppm. DMSO -d6) : 4. 85(2H. s) . 6. 89(1H. d) . 7. 27(1H. 
t). 7. 33 - 7. 40(2H. in). 7. 48(1H. s), 7. 62(1H. s), 7. 81 (2H, d), 7. 99(1 
H. d). 8.20C2H, d). 10. 41C1H. s). 



mmm 1 


0 6 : 


1 - ( 4 - 
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, 3 - 


tr x - t - 




71/ 77 — 


s> y ) 


^ > S> 71/ - 


7 - 


? □ □ 


- 3 - ( 4 




x ;i/ sfc — 


710 - 


2,4(1 


H, 


3 H) 
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2 0 0 m g ( 0 . 42mmol) ©ffc^« 7 2 , 1 74mg(0 
. 6 3 m m o 1 ) © N , N ' - \ - 7 V * i/ ti )l ;l/f U7 
„ *j J: CM 21mg (0. 63mmol) CD 1 - ( Z - / ?-JlT 
I J ~7 n - 3 - 3-=f- Jl t) )\,# i? -i \ K£lfcik£ 5 m 1 <£> D 

M*K»if Jnzmmtf&T. i o % ? x 

3 2 m g ©^ffHb£&l£#/i (JR^ 4 3. 7 96 ) , tetfc : 

, fS!.6 : 180 °C (#*¥) , PMR (6 ppra. CDC13) : 1.49(9H. s). 1.5 
3(9H. s). 5. 17C2H. s), 7. 08 - 8. 33(1 1H. m), 10. 35(1H. s). 1 1. 60OH. s 
). 

HfiSfffll 0 7 : 7-?ao-3- ( 4 - ? a n ^<> -tf > X ;l/ ~ ;U 
) - 1 - (4-y7z^M>^;Q - 2, 4 (1H, 3H) 
^•'/'J>^^-> ( YE 1 0 7) <D&& : 

H li&0»J 2 9 tl^i©^itt, 2 1 8mg (0. 3 Ommo 1) © 
1 0 6 6 1 0 3 m g<Dmm<t&®)&ntz (iRip 6 5. 6 % 
) o tett : : 163 - 165 "C (#A?) , PMR ( 6 pp 

m. DMS0 -d6) : 5. 25C2H. s). 7. 0- 8. 2C15H. m). 
Hffifi ffd l o 8 7-?ao-3 - ( 4 - ? a a ^ > -tf > x ;u » ;u 
) - l- -7x^jy;i/-2> 4 (1H, 3H) - ^ ^ '/ 'J > ^ > ( 
rb^-^D 10 8) ©-£fig : 

3 7 1m g (D<t&%9 1 (1. OOmmol) t 2 3 9 mg®I{l: 
7 x $/ ;u ( l . 20mmol) Hli?J2 5 tf^ii:lt 

4 3 7 mgOiIfb^H^I|/; (JR^8 9. 4 *> ) 0 : 
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A, M* : 269 - 270 °C . PMR ( <5 ppm, DMSO - d6) : 5. 
67C2H. s). 7.3-8. 2C12H. ra). 

HHfe^Jl 0 9 : 1- (^V-^^tt^yf^) - 7- ^ap-3- 
( 4 - ? a p ^ > -tf > * ^ * ~ ^ ) - 2, 4 (1H, 3H) - 4- 

•/ y y i? -fr y ( <fc %b l o 9 ) £> & fig : 

3 7 1 mgOft^il (1. 0 0mmol)tl9 2mg©^ft 
<y-;;l/t+^^f ^ ( 1. 2 0 m m o 1 ) H5te0>J2 5t 

Rii:lT 4 0 7 m g ®mm<tit®*:&tz (»R¥ 8 2 . 9 96) 0 1£ 
« : ift.S : 186 - 187 °C (#«?) . PMR ( <5 ppm. CDC1 

3) : 4. 66(2H. s). 5. 56(2H, s). 7. 1 - 8. 3(12H. m). 





#J 1 


10: (7-?nc7-3-(4 


- ^ d n'Ot'y^A'^- 




- 2 


, 4 (1H, 3H) U 


- 1 - >f ;iO at® 


4 - 


C 3 




;u ) :/ □ f ;u * 4^ i/ ] r — 


ij k 


(ft 


110) : 





Hlffifll 8 8tHI©JSt, 5 0 0 mg (1. 1 6 mm o 1 ) © 
2 9 t 3 0 0 m g (1. 1 9 m m o 1 ) © 4 - (4-7;7 
+ Bit-^f Atl 1 9 m g (1. 2 8 m m o 1 ) A N 
£5 1 0mg©&®rt:£®)£-#fc (iR2p 6 6. 4 96) o tttt : Hftfe 
&if B , Si* : 204 - 205 °C. PMR ( <5 ppm. DMSO - d6) : 1.39(9 
H . s), 1.8-1.9C2H . m), 2. 34(2H , t). 3. 92(2H. t). 4.80C2H . s) 
, 6.87C2H, d), 7.3 -7. 5(3H.m). 7. 58(1H. s). 7. 79(2H. d). 7.97(1 
H. d). 8. 18(2H,d). 10. 12C1H. s) 



Uttffill 1 1 : [ 7 - ? a o - 3 - (4 - ^ n n^>-tf >XA»^ 



;u) 


- 2 , 


4 (1H. 3H) -*^'/y 


i - >r ^3 &m 


4 - 


( 3 - 


13 )l # * Jl zf a e ;u * * 2/ ) T — »J K 


(His® i i i 



) O^fiE : 

HHte^l2 9i:l^«ICD^ST> 3 5 0mg(0. 5 3 mm o 1 ) © 
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it&® i i 0*^23 o -m g (Dum <t& fa & n tz (Mm 7 1. 8 % 

) o tttt : M& : >200°C , PMR ( 6 ppm. DMS 

0 -d6) : 1.8 -2.0C2H. m). 2. 36C2H. t). 3.93C2H. t). 4.80C2H. s 
). 6.87(2H.d). 7. 3- 7. 5(3H.m). 7.58(lH.s). 7.79(2H.d). 7.97C 
lH.d). 8. 18C2H. d). 10. 13C1H. s) 

g| m &\ 1 1 2 : 1 - (2-7')^tt^^^t:-^K>^^) - 7 

- ? a a - 3 - ( 4 - 9 a a ^< > -tf > X ;t/ * - ;U ) - 2, 4 (1H 
, 3H) - 4 s - •/ 'J > * > ( <b£ 1 1 2) O £ BE : 

1. 38g(6. 3 6mmo 1 ) ©4 - ?oD^>if>x;bt>- 
;l/-ry^T*-hfc> 2. 00g(5. 78mmo 1) ©2 - (2 

— T 'J 4, * * * -fc *K — ^ ^ > ^ ) T ~ J - 4 - ? no^LfSI 

mmm 1 t ^muz it, 1. 5 0 g©*sfl:<&tt«-#fc cnx 

$U. 6 *>) 0 tttt : ftfe&A. : 155 - 156 "C, PMR ( 

6 ppm. DMS0-d6) : 4. 83(2H. d). 5. 2 - 5. 5(4H. m). 6. 0- 6. 2C1H, ro 
). 7. l-7.2(2H.m). 7. 3 - 7. 5(5H. m). 7. 7- 7. 8(2H. m). 7.9-8. 1( 
2H.m). 8. 1-8.2C2H. m) 

mtfcM 1 1 3 : 1 - ( 2 - ft JltfJr > Jl > if >l) - 7 - 9 a p - 
3 - ( 4 - 9 o o -E' > X ;U » ^. ;tQ - 2, 4 (1H, 3H) - 
* -J-'/ 'J > ( f Is £ & 1 1 3) g)£-5R: 

1. 25g(2. 29mmol) 1 1 2 7^ HJfetfJ 6 

tn^cuT. 7 o 4 m g ow.m<t£®&ntz (wm 6 o . 7%) 

e : >250°C, PMR ( 5 ppm. DMSO - d6) :5.53(2H.s). 7.1 - 

7.2(2H.m). 7. 3- 7. 5(3H. m). 7. 7- 7. 9(2H. m). 7. 9 - 8. 0(2H. m). 8 
.1-8. 2(2H. m) 

HtfegiJl 1 4 : 7-?oo-3 - ( 4 - 9 n o ^< > -tf > X )l » ^ ;l/ 
) - 1 - ( 3 - e 'J V )l / f- )l ) - 2 , 4 (1H, 3 H ) 

u yy*y ut&® 1 1 4 ) <a£fiK : 
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5 8 Omg (2. 6 8 m m o 1) ®4 - ?nD/Ot'>7At>- 
;K7^7^ - ht, 6 0 Omg (2. 28mmol)©4-?n 
a - 2 - ^) 7«;$Iifil^b> flJffi^J 1 <fc 
^iClt, 1 7 5mgO«IM«*»fc 6. 6 96) o 
tfett : fcfettfl. H£ : >190°C . PMR ( <5 ppm. DMSO - d6 
) :5.29(2H.s), 7.3 -7.4(2H,m). 7. 39C1H. s). 7.68(lH.d). 7.7 
9(2H. d). 7. 97(1H. d). 8.20(2H.d). 8. 46C1H. d). 8.57C1H. d) 
HfifeffJ 1 1 5 : 7-^an-3 - ( 4 - ^ □ oQ-tf >X^t^^ 
) - 1 - (2-b''J^;Mf - 2, 4(1H, 3H) - tt7 
U y ; J* y (<t<k%o 115) cp-^fig : 

9 5 Omg (4. 3 5 m m o 1) © 4 - ? n n O -tf > ;t/ * ^> 
;U-T 7 -> T * - h t % 9 5 Omg (3. 6 1mmol)04-?a 
d - 2 - (2-h*ij-;;^f;i/) 7;y ^IlSfrb, HSfctfJ l t 
HIICIT, 6 0 0 m g 0«HflS^tt*#A: (Mm 3 6 . 0») , 

f&& : >180"C . PMR ( <5 ppm. DMSO - d6 

) : 5.29C2H, s), 7.3 -7. 5(4H. in). 7. 7- 7. 8(3H. m). 7. 97(1H. d). 
8. 17C2H. d). 8.48C1H, d) 
H flSfll 1 1 6 : 7-^oo-3 - ( 4 - ? o a ^ > "tf > * ^ * ~ A* 
) -1- - 2, 4 (1H, 3H) 

U > > ( Yb^^D 116) CD fig : 

6 5 5mg (3. 0 lmmo 1) (D 4 - ^ a a ^< y -if y ^ Jl 4; — 
;KV->7^ - l-t, 6 2 Omg (2. 3 5mmol)©4-?o 
a - 2 - (4-f'J T i J HJfe#J 1 
^ii:lt, 2 2 0 m g CD&JSft: (»R^ 1 6 . 6 90 0 
tttt : lfifeiSB B H , JUS* : > 2 4 0 °C (#«?) , PMR ( <5 ppm. DMSO 
-d6) :5.35(2H.s). 7. 2 - 7. 4(5H. m) , 7. 4 - 7. 8(4H. m). 8.0K1H 
.d). 8.50C2H. d). 11.85C1H. s) 
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mmm i i i 3 - { (-7-^0-3- (4-?pp / <>-tf>:* 

jl _ ;u ) - 2 , 4 ( 1 H , 3 H ) - 4- ± f U > a- > - 1 - ^ ^ 
3 -N-x^;ueus?— 9AT>f;t-^>fK(ffc'&ttl 1 7 

HSfc#J 5 et^ii:, 60mg(0. 130mmol) 
1 1 4 ^ £ 6 0 m g ©««fk#«*»^ (iRSp 7 4 . 6 % ) 0 # 
: j&fc^feigill, iU^ : >150°C . PMR ( 6 ppm. DMSO - d6 

) : 1.49C3H. t). 4.56C2H. s). 5.43C2H. s). 7.38(lH.d). 7. 49(1H 
,s). 7.80(2H.d), 8.01(lH.d). 8. 1 - 8. 2(3H. m). 8.52(lH.d). 9.0 
- 9. 1 (2H, m) 

Htfeg>Jl 1 8 4 - { C 3 - (4-?an^>-tf>^;[/*~;lO - 
7 - ? p p - 2 , 4 (1H, 3H) - * j- '/ V > it* y - I - J & 
3 -N-xf A/^'J-^^^AT^t^^f K (ft^ttl 1 8 

) CD^filc : 

H2ift#J 5 6tH»i:, 10 0mg(0. 2 1 7mmo 1) Oft^ 
®l 1 1 6 7^ £ 7 5 m g <Dmm<t&®&&K (IR* 5 4 . 5 % ) « 14 
** : ggftfelSA. : >250°C , PMR ( 5 ppm. DMSO - 

d6) : 1.51(3H.t). 4.57(2H.d); 5.59(2H.s), 7. 3 - 7. 4(3H. m) . 7 
.58(lH.d). 8.0-8. l(3H.m). 8.98C2H. d). 11.89(lH.s) 

1 l 9 : 2 - { - 3 - (4-^nnQ-tf>X 

;U » — ;U ) - 2 , 4 ( 1 H , 3 H ) - * ± f 'J > ^ > - 1 - 4 Jl 
) * ^ Jl} -N-^/Ht^/Mf i^'i^^^A^av^ F (ft 

119) O^fiSc : 
H1K5>J5 6 tl^^O^St, 4 0mg(0. 0 8 7 m m o 1 ) <D 
ffc^tt 1 1 4t70tfl (0. 47mmol)©^a * g^gf t - ~7 
TK&KmZ 2- { (3- ( 4 - 7 a n'O-t? >x;U*^-;U) 
-7-?od-2, 4 (1H, 3H) -*-J-'/U - 1--T 
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,10 -N-iit-^^f-j^^^^^^ 

est. i\zwa*nmM2 9 tmm^^m-c. i omg©ii^ 

ttnK 19. 5 %) o £tt : fcfe&al.. I** : >200°C 

) , PMR (<5ppm. DMSO - d6) :5.43(2H.s). 5.47(2H.s). 7.38 

(lH.d). 7.47C1H.S). 7.80(2H.d). S.OKlH.d). 8.1 -8.2(2H.m). 

8.63(lH.d). 8.95(2H.s) 
*mmi 2 0 : 7-?no-3- C4 - < e 3 - -f* > 

^>-tf - 2, 4 M H. 3H)-tf/U>^t> 

( -flS-kte) 1 2 0) 

MM* fciCM - 3 A,) 

ju*yr i K*ffl ^fite^J 3 6 N - C 4 - ( e 

j/*^#i^-5-?nD7xiA) *l/7*«K ££K> 1. 7 
0 g (4. 04mmol)ON- C4-(^7 > ;-A-3-a) 
^>-l?>X**-AO -N- - ( 2 5 - ? n a 7 

x^AO "5 1/7*6 8 7 Omg©*«<fc***** («*5 3. 5 
*5) o tttt : * felt ft. : 124 - 126 'C . PMR (5 

ppm, CDC13-CD30D) : 6.73C1H.S). 7. 09C1H. s). 7. 16C2H. d). 7. 48(1 
H. s). 7. 66C1H, s). 7. 9 - 8. 1(3H. ■). 8. 32C2H. d). 

mmmi 2 1 •■ <7-»pp- 3-C4-(tf?-/-*-3->r* 

) ^>-tf - 2. 4 ( 1 H, « *n -*■>••/ U 

> - 1 -4 fr\ mm 3 - b' U ^^7 ^ K (fll^tt 1 2 1) Q£fi£ : 
ft £12) 1 2 0 *ffi3fe'»§I£: UT, *H&#J 2 5 W 
- ? a d - 3 - C 4 - ( t*7 3 - 4 AO ^>"t?> X A**- 

AO - 2. 4 ( 1 H. 3H) -*t"/U 1 
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? a d - 3 - C 4 - Ct'7'/-i-3-^l/) O -t? > X )l * — ;b 

) - 2, 4 (ih, 3H) - * *■ */ u > s> * > - i - >r ;io 

i^T, Hifi!l3 8 tl^SOjiifet\ 2 0 0mg(0. 4 3mm 
o 1 ) ©3 - (7-?dd-3 - (7-^dd - 3 - (4 - (f^ 
V - )l - 3 - >f )l ) ^> -t? > X ;U * ~ AO - 2 . 4 ( 1 H , 3 H ) 
-*-*-'/'J>2>:*->- 1 - >r AO <h 4 5mg (0. 4 8 m m o 
1) ®3-7;;f'Ji;>^bl 4 Omg © ^ ®J £ f# ( lR 

16 0. 5 *>) o t^tt : Hfe&eir, Si* : 238. 5 - 240 °C , P M R 
Cdppm. DMSO -d6) : 4. 87C2H. s). 6. 89C1H. s). 7. 3 -7. 4(2H. m). 
7. 64C1H. s). 7. 8- 8.3(8H,m). 8.70(1H. s). 10. 54 (1H. s). 
H MSflJ 1 2 2 : 7-?an-3 - ( b" 'J > - 3 - X ^ * ^ ;l/ ) - 
2, 4(1H, 3H) - tt7'J>^t> (fb^^l 12 2) cp^gc 

iti ^ $J ® t L T , 4 - ? o o - 2-^i; + i/*J^f-;l7; y 

^msee ^ ;u > te J: tr u y > - 3 - x ;u * > t i K £ m n 

I^^U 3 6 t I^1£cd;£&T:\ N - ( 3 - f'J - N ' 

1. 3g(3. 6 6mmol)©N-(3-t°'J>>>XA, 
sfc AO - N ' - (2-3&A"-K+i/;U-5-?ncj:7x — AO Ob 
7A>bl. 1 g ©^Sffc 8 8 . 3 96 ) „ : & 

E.*£«Ph. SIlS : > 226 e C (#8?) , PMR ( <5 ppm, DMSO - d6) : 
7. 10C1H, s). 7. 24C1H. d). 7. 73(1H, t). 7. 85C1H. d). 8. 50C1H. d), 7. 93 
(1H. d). 9.23C1H. s). 11. 68C1H. s). 

fgfflfefl] 1 2 3 : [ 7 - ? o a - 3 - ( fc° 'J >? > - 3 - X ;l/ * ^- )l ) 
- 2 , 4 ( 1 H , 3H)--»^'/iJ>^^->-l->f;U)ftil3- 
b' U A.T ^ K at&m 12 3) O^fig : 
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<k&m\ 2 2^mmmwt lt. mmm 2 5 tmmo^m-v c 7 

- ? □ o - 3 - ( f 'J > - 3 - X ;U * - ^ ) - 2. 4 (1H, 3 

H) - * i- / 'J > y - 1 - >r ji) mm t - :/^;uxx7^u£f# 

- 3 - x ;u * - ;i ) - 2, 4 (1H, 3H) - * ^ */ 'J > ^ * > - 

1 - >r B^K^l#/c 0 

ttl^T, HSfe^J 3 8 tl^tO^St\ 3 0 0mg (0. 76mm 
o 1 ) © (7-?dd-3 - (t°'J^>-3-X;U^-;l/) - 2, 

4 (ih, 3 h ) - * -/ u y 'J * y - 1 - 4 ji : mwt t i 8 m g 

(0. 8 3mmo 1) t'J i^^b 1 2 0 m g © & 

It&Vd&ntz (Vim 3 3. 6 90 o 1£4* : ift.6 : 262 - 

263 °C, PMR ( <5 ppm. DMSO - d6) : 4. 86(2H. s). 7. 36(2H. m). 7. 
64C1H. s). 7. 76(1H. m). 8. 00(2H, d), 8. 29(1H. d). 8. 54(1H, d). 8. 71 (1H 
. s). 8. 95(1H. d). 9.26C1H, s). 10. 50(1H. s). 

mmm 1 24 : 3 - { (7-^0-3 - c b° u > - 3 - x ;u * 

- 2, 4 (ih, 3H) >^*->-l->TJU) T 

-tr ^ ^ T ^ J\ -N-xf-^t/b'U y—ttl+TJ-tyj K ( fb£ ®H 

2 4 ) CD^fiR : 

Hi«iJ5 6 tl^icD^St\ 10 0mg(0. 2 1 mm o 1 ) © 
<l&m 1 23^bl OOmg ©fl)®rt:-£®)£»/.i (JR^ 7 6. 2 96 
) o t^tt : ft&t£ A. MR : 156 - 159 °C, PMR (5 ppm. DMSO 
-d6) : 1.5K3H, t). 4. 64C2H. q). 4.95C2H. s). 7. 39(lH.d). 7. 42C1H. 
s). 7. 77(1H. m), 8. 00OH. d). 8. 12(1H. in). 8. 35(1H. d). 8.53UH. d). 8. 
83(lH,d). 8. 95C1H, d). 9.26UH. s). 9. 42(1H. s). 11. 39C1H. s). 
jggfeflj 1 2 5 : 7-?no-3 - ( t' a - Jl - 2 - X )l * — Jl) - 
2, 4 (IH, 3H) -tt7'J (fb^ft 12 5) 
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£BWm* & - >l - 2 - XJl*yT i K£ffl^> H 

Jfc#J 3 6 t mm®J5&X\ N - < fcTn - ;i, - 2 - * *.=.;!,) - N 
' - (. 2 - / b * '> ti Jltf — ^-5-^oo7i — ^bT^i 
„ 750mg (2. 1 6 m m o 1) CD N - ( t° a - ;U - 2 

- x ;u * — ;b) - N ' - (2-*A#*i/;i/-5-^DD7x- ;u 
) ^I/7i>b5 5 0 m g CD £IJS (iR3* 7 7. 396) o 
t*tt : &§fei£ifl, Hi!* : >280°C (#*?) , PMR ( 5 ppra. DMSO - 
d6) :7. 10C1H. s). 7. 24(1H. d). 7. 73C1H. t). 7. 85C1H. d). 8. 50C1H. d 
),7. 93C1H, d). 9.23C1H. s). 11. 68C1H. s). 

H El 0>J l 2 6 : 7-?oa-3 - ( 4 - ^ t y ^< > -t? > x ;u » ;u 
) - 2 , 4 (1H, 3H) + y it* y (<t£t<®> 1 26) CD 

1. 14g(5. 49mmol) <D4-^7M>^>XA*- 
A-f7i/7*-ht, 94 3mg(5. 5 Ommo 1) ®2-7; 
y-4-?an£It#i&^£>. HifeM 1 tl^iClt, 3 4 9mg 

cD^)g<b^«8^^/i (i&m i7. 6 %) o : m&mik, m* 

>250'C (#JS?) , PMR ( 6 ppm. DMSO- d6) : 7. 13(1H. s). 7. 24(1H 
. d). 7. 86C1H. d). 8. 16(2H. d). 8. 32(2H. d), 11. 9(1H. br). 
jg EfcfftJ 1 2 7 : 7-?oa-3 - ( 2 - ? o o ^< > -tf > X ;U * - ^ 
) - 2. 4 (1H, 3H) 'J y it* y ( Yfc£%) 1 27) CD 

: 

1. 1 4g (5, 2 2mmo 1 ) (D2 -^OD<>f>x;l/-t>- 
;K7->7^ - Ft, 896mg(5. 2 2mmo 1) 02-7; 
J - 4 - * dd$|||^^ n^^j i tl^iClT, 1. OOg 
©««Yfc^«*»/c(lR*5 1. 6^)o t£tt : Mj& : 

275 - 276 °C. PMR ( 5 ppm, DMSO- d6) : 7. 16C1H. s). 7. 28C1H. d 
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). 7. 63- 7. 76(4H. m).7. 86(1H. d), 8. 20(1H. d). 11.79UH. br). 
$t1fcM 1 2 8 : 3 - ( 4 - ? a a ^ > -tr > ^ * — - 1 - x 
;[/ it * is * ;U # : — >^ ^ 7- ;U - 2 , 4 ( 1 H , 3 H ) 
* > ( <b &) 1 2 8) g>£fi£ : 

1. 0 0 gOfk^% 1 (2. 70mmol) t 3 5 9 // 1 (3. 
2 4 mm o 1 ) CD !7* o ^ftgjif ;L-<J: *K HMS0J2 5 tl^iCLT 
1. 1 0gOlIfb#tt*#fc (JR*8 9. l«)otttt:*ftlS 
b b h, lk£i : 208 - 209 °C, PMR ( 5 ppm. CDC 13) : 1. 28 (3H, t). 4. 2 
5(2H. q). 4. 74(2H. s). 6. 91 (1H. s), 7. 23(1H, d). 7. 56(2H. d), 8. 06(1H. 
d).8.28(2H.d). 

HAS ff»J 1 2 9 : 3 - (4-?PQ^>-tf>X;t/*^.;U) - 1 - 7 x 
**f-)l- 2, 4 ( 1 H , 3H) -^f 7'J >-^t> (fb^jl 2 9 
) : 

1. 0 0 gO^^t 1 (2. 70mmol) t 4 4 2 /i 1 Olft 
7 * * f-^ ( 3 . 2 4 mm o 1 ) J: *K HBfe#J 2 5 tl^iCbt 1 

6 4 m g <D&m<t&®&mtz cum 12. 8 90 0 n& • m^ma* 

, 16.^:200 - 202 'C, PMR ( 5 ppm, CDC13) : 2. 98(2H, t), 4. 19( 
2H. t). 7. 05C1H. s). 7. 18 - 7. 29C6H. m), 7. 56(2H, d). 8. 03(1H, d). 8. 2 
8(2H. d). 

1 30 : 7-?oo-3 - (2. 5 - ^ ^ o o ^ > t' > 
^ ;U ) - 2 , 4 (1H, 3 H ) - * •/ 'J > > ( fb^ 1 3 
0 ) CD^-fiSc : 

1. 1 2g (4. 4 2 m m o 1 ) O 2 , 5 - if ? a a < y if y X 
;^r.;M V->7*-t>h 8 8 2mg(4. 4 2 m m o 1 ) © 2 

— t = y - 4 - ? a us&sa*^ mmm 1 t^icix, 1 . 

0 6 g (Dmm<t&®>&&tz (45^ 5 8. 6%) o : 

H£ : 254 -256 °C, PMR ( 5 ppm. DMS0 - d6) : 7. 17(1H. s). 7. 2 
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4(1H, d). 7. 71 (1H, d), 7. 80 - 7. 89(2H. m). 8. 18(1H. s). 

mmm 1 3 1 : 7-^00-3 - c 2 , g - 9 ua^y-eyx* 

^zpi) - 2, 4 (1H, 3H) - * -i-J y : J * y 3 
1 ) O^fiSc : 

1. 1 2g (4. 4 2 m m o 1 ) © 2 , 6-$>?an'<>-tf>x 
V>7* - Ft> 8 8 2mg(4. 4 2 m m o 1 ) © 2 
-7;;-4-?DD$Ifl^b, Hj%m ltHICl/t, 7 2 
5 m g CD^SYfc (IR^ 4 0 . 5 96 ) 0 14 : Jl. 
Hll* : 260 -261 °C , PMR ( 6 ppm. DMSO - d6) : 7. 18C1H. s). 7. 2 
2(1H. br). 7. 63C3H. br), 7. 88C1H. d). 11. 83C1H. br). 
H ffifll 1 3 2 : 3 - ( 4 - ? o a ^ > -fcf > X ;U * - - 7 - J h 
- 2, 4 ( 1 H . 8H) - tt'/'J>^t> (ft^flll 3 2) 
: 

3 1 3 m g (1. 4 4 m m o 1) O 4 - ? d o^>t">x;l/*- 
;HV->7*-ht, 2 0 Omg (1. 20mmol) 02-7; 
y-4-^ + 5/$J&M*M3, H fi£ #J 1 252m 
g©*llffc#tt*»fc (IR* 6 2. 8 96) o tttt : fefettA. M.& 
: 205 - 206 °C, PMR ( 6 ppm. DMSO - d6) : 3. 79C3H. s). 7. 08C1H 
. d). 7. 28- 7. 30(2H. m), 7. 75(2H. d). 8. 16(2H. d). 11. 42C1H. br). 

I 3 3 : 7-^^->-3 - ( 4 - y ;U -tf > X ;U * 
;U)-2, 4 (1H, 3H) - tt7'J>^t> (1t&Va 13 3) 
: 

2 6 9mg (1. 3 6mmo 1) © p - h ;U i > X ;U * — ;K V 
^T^-hts 1 9 Omg (1. 2 Oramo 1) 02-7U-4 
- ^ h * i/$AS8^4, HJfiflJ 1 tl^iCtt, 2 1 lmgOi 
«ffc#«*»fc (IR2P 5 3 . 5 96 ) 0 tt« : fc&ttA. Mj& : 228 
-231 °C, PMR ( <5 ppm. DMSO - d6) : 2. 43(3H. s). 3. 79(3H. s). 7. 
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07C1H. d), 7. 29C2H. br). 7, 45 - 7. 54(2H, m). 8. 04(2H. d). 11. 37C1H. s 
). 

gtffiffU 134 : 7-?pp-3 - (4-?op-2-7 )l~tu^<y 
-tf > x JI/ » - ^ ) - 2 , 4 ( 1 H , 3 H ) - tt'/'J>'^t> (ft: 
£ ft 1 3 4) CD -£ fig : 

1. 1 2 g (4. 77mmol) ©4-^00-2-7^ ^-oa: 

> -t? > X ;U * ^ ;M Vi/7* - hi, 8 1 9 m g ( 4 . 7 7mmo 

i) ©2-r^y-4-^ o d$iis^ mmm 1 ti^tnc i< 

T. 7 4 2 mgOiIft^tt*llfc (IR$4 0. 0%) o ^^:*S 
: 267 - 268 °C, PMR ( <5 ppm. DMSO - d6) :7.16(1 
H, s). 7.24C1H, d), 7. 56(1H. t). 7. 73(1H. d). 7. 87C1H. d). 8. 10C1H. t). 
12. 2(1H. br). 

HfflglJ 1 3 5 : 7-7QP-3 - ( 4 - > h ^ '> ^ > -br > X ^ » ~ 
tl) - 2 , 4 (1H, 3H) - tt'/'J>i?t> (ft^ttl 3 5) 

1. 1 4 g (5. 35mmol) ©4 - ^ F*i"<>^>XA* 
— ;KVi/7*- Ft, 9 3 8mg(5. 3 5mmo 1) ©2-7 
^ y - 4 - ? a n$at»frb, HSfetfJ 1 tiiCUT, 9 3 8m 
g ©gl®ft£-&)£i#*: (mm 6 4. 3 90 o : Hi * 

: >200'C (#8?) . PMR ( 6 ppm. DMSO— d6) : 3. 88(3H. s) . 7. 1 2( 
1H. s). 7. 17- 7. 23C3H. m). 7. 85(1H. d). 8. 10(2H. d), 1 1. 68C1H. br). 
HfiftfftJ 1 3 6 : 7-?ao-3 - ( 4 - h'J 7^tP^ f^K^if 

> x ;u * ^ ;u ) - 2 , 4 ( l H , 3 H ) -^t'/'j >s;t > ( fb-g- 
® 1 3 6 ) ©£fiE : 

1. 67g(6. 67mmol) 04 - h 'J 7^toyf 
f>x;l/t»-;KVi/7*-hi, 1. 1 4g (6. 6 7mmol 
) 02-7U-4-^ DD$lli^b, Hffl&fll 1 iriiCLT 
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„ 8 8 8 m g (DMmik&yoZ'fttz (iR^i 3 2 . 9 % ) „ tttt : UK €5. 

: >200°C (#«?) , PMR ( <5 ppm, DMSO - d6) : 7. 13(1 
H, s), 7. 23C1H. d). 7. 87C1H. d), 8. 06(2H, d), 8. 39(2H. d). 11. 78(1H. br 
). 

m las m 1 37 ; 3 - c 4 - 1 2 - t v >\,**-is* & # — 

^>-tf>X/lt^;l/) - 7- ?op-2, 4 ( 1 H . 3H) 
U > > (It&Vd 13 7) CD^fiK : 
1. 0 9 g (3. 53mmol)CD4-(2-T'J;U^-+^^;U 
— ;i/ x ;u ) ^ > > * ;u * — ;kv>7* - ht, 6 o 6mg 
(3. 5 3mmol) O 2 - 7 ; ; - 4 - ? a o^gf i^^, g| 
Jfe#J 1 t^iCLt, 5 0 5mg ®^®fb^^^»^ (IR^S 3 0 . 
8 %) o : *&f£fi, Sll* : >200°C (#*?) , PMR ( 5 ppm. 

DMS0-d6) : 2. 87C2H. t). 4.35C2H. t). 4. 60(2H.d).5. 20(1H. d). 5. 30 
(1H. d). 5. 89 - 5. 94C1H. m). 7. 12(1H. s). 7. 20(3H. t). 7. 85C1H. d). 8. 
10(2H. d). 

H tfe 0d 1 3 8 : 3 - ( 4 - T U ;U ^ > ii Jl # : ;l/ ^ > -fcf > X 71/ * 

- 7- ^ap-2, 4 (1H, 3H) - ^ V 'J > * > ( 

13 8) CD^BR : 
1. 7 6g(6. eonmol) (04-7iJ*t*'>*^iKiA 
^ > -tf > X ;U ^ — A>f7i/7* - hi, 1. 13mg(6. 6 0m 
mo 1) ©2-7;;-4-^DD$If|f^^> 1 tmm 

CIT, 9 6 5 m g 0giSfl;£<8j£#/c (JRSg 3 4 . 8*>) 0 1£tt 
: m&mF B , M& : >200 e C (#JS?) . PMR ( 5 ppm. DMSO - d6) : 
4. 87(2H. d). 5. 31 (1H. d). 5. 43(1H. d). 6. 00 - 6. 1 1 (1H. ■). 7. 12(1H. s 
).7. 22UH. d).7.85UH.d).8.23(2H.d),8. 32(2H. d). 11.69UH. br). 

mmm i 39 : 3 - c 4 - c 2 - r >i * -> x )i # - >i> x ^ ;u 

^•->)0-tf>x;l/^r.;l3-7-^op-2, 4 (1H, 3 H) 
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- *-t-f \) y 'J* y ( <t£ m 1 3 9 ) <D£-fi£ : 

20 Omg (0. 4 3mmo 1) <D<t&%0 1 3 7 £ . ^ S& #J 6 

t^icit, i o 5 m g ®mm<t&®)&mtc (wm 5 7 . 5%) 

o i* : 200 , CH± I PMR ( 6 ppm. DMSO - d6) : 2. 73C2H. t). 4. 3 
0(2H. t). 7. 12C1H. s). 7. 20(3H. t). 7.85C1H. d). 8. 10(2H. d). 12. 09C1H 
. br). 

Hfffifftl 1 4 0 : C7-?aP-3 - (4 - ^QD^<>-t?>XAt^ 
Jlj - 2, 4(1H, 3H) - tt7'J>-^t> - 1 - -f^) SSI 
4-?aaT-'J F 1 4 0) CD^fiSc: 

Hffl5 0»J3 8tl5]1i©;fr&T\ 3 0 0 m g ( 0 . 7 0 m m o 1 ) © 
\t^m 29£89mg(0. 70mmol)O4-^anT-U> 
3^64 0 Omg ©^jS<b^^*^«W(r#^o : «t 

* : >200°C (#*?) , PMR ( <5 ppm, DMSO - d6) : 4. 85C2H. s). 7 
.36(3H. d).7. 60(3H. O.7. 79C2H. d). 7. 99C1H. d). 8. 19(2H.d). 10.45C 
1H. s). 

mmm 1 4 1 ; (7-^0-3 - (4-ypp^>-tf>^^»^ 

^ ) - 2 , 4 (1H, 3 H ) - ^ ^ '/ 'J > * > - 1 - AO 
4 - i/ ? u^*ri/ JIT i K Ut&VB 14 1) CD^-^c : 

mm® 3 & tmmoJjfe'C 3 0 0mg(0. 7 0 mm o 1 ) © 
ft^ll 2 9 t 8 0 y 1 (0. 7 0 mm o \ ) <Dis 9 
>^6 8 2 4 m g ©fRHfl: 7 6 . 8 96 ) 0 tttt : 
ft&ISA. Ilfc£ : >200°C (#«?) , PMR ( 6 ppm. DMSO -d6) : 
1. 05- 1. 78C10H. m). 3. 51-3. 62(1H. m). 4. 71 (2H. s). 7. 38C1H. d). 7. 7 
8-7. 82C3H, n). 8. OOClH. d). 8. 21C2H. d). 

^t&M 1 4 2 : 7-^oa-3 - (4 - ( 3 - x ;U :T ^ > ft ;U 
zi^T'n h';bt^^) s<y -tf y X )l * — 3 - 2 , 4 ( 1 H , 3 H 
) - * + \) y 'J* y Ut&tii 14 2) ©^-fig : 
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763mg (2. 44mmol) © 4 - (3-if ^t*^*^ 
# — A,Zf n V Jl * & i/) *C y -tr > X Jl * — >>!/ 7 -> T * - h t . 4 
18mg (2. 44mmol) <D2-7;;-4-?dd5||| 

H2i^Jl £: Plid LT, 3 0 6 m g ©Ilffc^t^f/: ( 
$27. 0 *>) o : Ml&ISA. Iftj& : 167 - 169 °C, P MR ( 

5 ppm, DMSO- d6) : 1. 18C3H. s). 1. 98 - 2. 03C1H. m). 2. 46C2H. t). 4. 
04-4. 14(4H.m). 7. 12C1H. s), 7. 16C2H. d). 7. 21 (1H. d).7. 85C1H. d). 8 
. 09(2H, d). 11. 58C1H. s). 

H tfeffq 1 4 3 : 7-7PP-3 - ( 2 - i/ T J y y X J\> * — 
) - 2 . 4(1H, 3H) -^f/'J >-^t> ({b^jl 4 3) (D 

t b T „ 4-?DO-2-7iyt^Hi|{-A7;; 
3c*Slxf-A, fcW2-i/7y<>t*^;l/!|-^7; K £ ffi t> 

s uste^j 3 6 t mmojj&T". n - ( 2 - ->t yo-t* > 

7U) - N ' - (2-if ^t*^*^-f-/l-5-?DD7x - Jl 
) Ol^7^», 1. 5 2g (3. 73mmol)©N-( 

2 - i/ r j s< y )i * =- )i) - N ' - ( 2 - * >u * •> ;u - 5 

$60. 1 o : : 160 - 161 °C . P MR ( 

<5ppm. DMSO -d6) : 3. 7H3H. s). 6. 61 (1H. s). 6. 90C1H. s). 7. 12C1H 
. s), 7. 23(1H. d). 7. 72(1H. s). 7. 86UH, d). 11. 59C1H. br). 
Htfe0*l 144 : 7-?pp-3 - C 4 - ( 2 - ^ 4/ * U ~ x ?• 
•t * > ) -tr > x ;u * ^ ;u ) - 2 , 4 ( 1 H . 3 H ) - * •* / 'J 
> > (fb-£%) 14 4) O^lft : 

UT, 4-*oo-2-:7xy4 t i'*>l"-tf — I'TS y 

y-tfy *Ji*yr i F£fflt^ ^SS0U3 6t|fgif©;fri£-c, N- C 
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4 - ( 2 - * ;l/ * U — h-x- f - ^ =*" 4 s - *> ) ^ > "t? > X ;i/ * — ;U ) - N 
• - (2-xf ;l/t + ->*^t' - ;u-5-?oa:7i — ;U) ^l/T 
£ f# , £ £ K % 500mg (0. 98mmol) © N - C 4 - (2 
-til/tJJcAif^tti/) ^ > 4f > X ;U * — Jl> ) - N ' - (2 
-#;U#+->;U-5-?on7i — ;U) ^l/T^^l 2 0mg(Di 
®<ffc£«D£»*: (1R^ 2 7. 2 *>) o tit* : MA* : >200 

°C (#P) . PMR ( 6 ppm. DMSO - d6) : 2. 48C4H. t). 2. 73C2H. t 
).3.57(4H. t).4.22(2H. t). 7. 12(1H. s). 7. 20(3H. t). 7. 85C1H. d). 8. 0 
9(2H. d), 11. 56C1H. br). 

Hffifll 1 4 5 : 7-?pp-3 - C 4 - ^-T/a^xf-Jl/*-*':/ 
)^>-tf>;*^»^-;tO-2> 4 ( 1 H , 3H) -^f7'J>^t 
> 14 5) O^fiR : 

ffi^l^^ tit, 4-?DD-2-7iy+i/H#-A7;; 
$ESSxf ;k *>'<kEM - (2-yntxf;l/t+^) -tr > 

x > t = K*ffl mmm 3 6 tHUossT, n - c 4 - c 

2 -Zf u * + )lit * is) O -tf > X ^ jJ-v — ;u ) - N ' - ( 2 - x 
^;i/^- + ->*;u^~;u-5-^nD7i-^) ^i/7*f|, £ £ {:: 
. 760mg (1. 5 Ommo 1) ON- C 4 - (2-7"Dtif 
;u * 4^ > ) ^ > -b" > x ;u * — ;u ) - N ' - ( 2 - ti Jl # 4=- > )i - 5 
-?oa:7i^;U) >5 l/7^b 3 2 Om g © ft^-'E) £ » (IX 
$46. 4 K) o #1* : lfc.& : >200°C (#«¥) . PMR 

(<5ppm, DMSO -d6) : 3. 82(2H. t). 4. 46(2H. t). 7. 12C1H. s). 7. 12 
-7. 23(3H.n).7.85UH.d).8. ll(2H.d). 11.59UH. s). 
Hffegtf 146 : 7-?dp-3- {4 - C 2 - ( 4 -V x. - Jl 
^ > - 1 - >T Jl ) J. f - ^ * 4=- '> ) ^ > -tr' > * ^ * — ft } ~ 2 , 4 

(1H, 3H) - tf/'J>v?t> at&VO 14 6) CD fig : 
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- >( )l) > x )l* >T i K£ffl(^ ^£Ste#J 3 
6£I^$I©#j£-C. N- {4 - (2 - (4-yx-^;Ut*^:7> ? >- 
l - >( Jl) 3L 1- Jl * * i; ) ly-tfyXJlfr — A,) - N ' - (2-i 
^>'l/^- + ->^;L'^ — — ;U) H7^#, 8 l 3 
mg (l. 3 9mmo l) ON- {4 - C 2 - (4 -7i-Ah'^ 
^ S> > - l - ;U ) x =j- )l it * > 3 ^ > -tr' > X ;U * — )l } - N ' - 

(2-*^^'^i>-5-^aD^i — )l) ^ 1<T ^ \ l 5 m g © 
HiSffc^t&^f*^ (IR^ 15. 3 %) o : at* : 17 

7 -179 °C, PMR ( 6 ppm. DMSO - d6) : 2. 65(4H. t). 2. 80(2H. t 
). 3. 13C4H. t), 4. 26C2H. t), 6. 75(1H, t). 6. 90(2H, d). 7. 12(1H. s). 7. 1 
7-7. 22(5H. m). 7. 85C1H, d). 8. 10C2H, d). 11. 59C1H. br). 
ggftfeflj 1 4 7 : 7-?pp-3 - (4-^oa-2-^7M>^ 

> x » — ;u ) - 2, 4 (1H, 3H) - *f v y y ( <ts £ 

%)1 4 7 ) ©£-fiS : 

£E§Bfcx^ ;u N £ 4 - ? n n - 2 -•>7;^>€^;^ v 
T * K£flJ^> Hifeffl 3 6tH«CD^j*T. N - < 4 - ? n o - 2 

- -> r y *<y a y x ;u * — )i ) - N ' - (2-if At+j/*^# 
-;l/-5-?no;i-;l/) *t? U T £ If N 1. 0 4g (2 
. 3 5 m m o 1 ) CD 

N- (4-?nn-2-^7M>f>x;lt-;l') - N ' - (2 
-*^#tf-5-?DD7xiA) »5 T £ 3 lmgOglSfl: 
itVB&'&tz (mm 3 . 3 96) o : M£ : >200°C (# 

A?) , PMR (5 ppm. DMSO - d6) : 7. 32- 7. 36(2H. m), 7. 99C1H. d 
). 8. 05C1H. d). 8. 38(1H. d). 8. 54(1H. s). 12. 16(1 H. br). 
H£fe0dl 4 8 : 3 - ( \ - T I J y -V y 7. )l * ~ A) - 7 - 7 a 
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- * ir •/ >J > ^ * > (^b^^l 4 8) CD 



£5R : 

HJfg^WtbT. 4 - ? a n - 2 - ^x/ti/iJA't'-^T ^ J 

&BWWt J: a' 4 - r ^ y ^ > -tf y x ;i/ * > r ^ K 

, Hifi^l 3 6 ili^CD^&T. N- (4 - T; M>-tf>XAt>- 
;lO - N ' - (2-n + ->*A#- ^-5 -^dd7x-^) 
1/ T £ f# , £ £ f I > 4 7 0mg (1. 27mmol)ON- ( 4 - 
7;M>*>^^*iA) - N ' - (2-*^#**>-5-^a 
a7x^;U) ^l/T^^TOmgCiift^tt^f/: (IR^ 6 0 
. 5 H) o tttt : ^fei^ B B H , I** : > 250 °C , PMR ( 6 

ppm. DMSO -d6) : 6. 39(2H. s). 6. 63C2H. d).7. 09C1H. s). 7. 22C2H. d 
). 7. 76(2H. d). 7. 83(2H. d). 11. 51 (1H. s). 

l 4 9 : 3 - (4-T-t?^;u^>-tf>:*;u - 7 - ? 

a o - 2 , 4(1H, 3 H ) - * :h V U > ^ * > ( 1 4 9 ) 

^IfBt/f ^, 4 - T -tr ^ ;l/ O -tf > X ;l/ * >T ^ K£ffl 

mmm 3 6 tl^J£<D:££T\ n- (4-T-tr^;K>-tf>x;i 

* — Jl) - N ' - (2-> h*->*;l/#-^-5-?an7xi^ 
) -5 1/7^1, 3 0 Omg (0. 7 6mmo 1) ON- ( 

4 - T -tr f - ;l/ K> -tr y X ;U * — )l ) - N ' - ( 2 - * )l # * : s )l> - 
5-?na?j.-Jl) Ol/7^bl 7 0 ragOlIft^H^if: ( 
5 9 . jttt: ft&ttA. : > 250 °C . P 

MR (<5ppm. DMSO -d6) : 2. 64C3H. s). 7. 10C1H. s). 7. 24(1H. q). 7 
. 85(1H. d). 8. 17(2H. d). 8. 27(2H. d). 

150 : 7-?oa-3- (4 - (5-fh7 7-^) ^ > 

-tf y x )i * ^ AO - 2 , 4 (1H, 3 H ) - -J- •/ »j > f j ■* y at 
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£Vd 15 0) (D&m. : - 

aiH^^irLT. 4 - ? o o - 2 - 7 i y * i/ ti )l *f — A/ T ^ 7 
$IfH/f 4 - ( 5 - r- h 5 */ - >V ) ^ > -tr > X A * 

yr i K*ffll\ HlffiflJ 3 6tl^i©Jftt\ N- C 4 - ( 5 - r- 

h -7 '/ - -'U ) ^ > -tf > X ;l/ * — )\, ) - N ' - (2- / 
^i;U-5-^on7x — »5 U T £ f# , £ £ {r N 2 . OOg (4 
. 4 4mmol)ON- C4 - (5-r / <>^>XA 
^^.;| / ) - N ' - (2-*^sH+^;b-5-^DD7xi^) b 
T^«=>6 0 2 m g O&Mit&m&'&tz (IR* 3 3 . 5 96 ) . : 
fe&t&A, Hfc£ : > 200 °C . PMR ( 6 ppm. DMSO -d6) 

: 7. 14C1H. s).7.24(lH.d).7. 87(2H.d).8. 34(4H. q). 11.66C1H. br). 
H fifefftt 1 5 1 : 3 - ( 4 - ? a o -b? > X ;U » ~ ;U ) - 7 - fa K 
o * ^ - 2 , 4(1H, 3 H ) - -fr ^ •/ U > ^ * > ( flS-& ftl 5 1 

1 5m 1 ©i*THFIC 4 23mg (2. 0 2mmo 1) 04- 
T-t? 2 — T * y $Afftt /• f" ^i^f ;K£r#f*L. 4 8 5m 

g (2. 23mmo 1) ©4-?DD<vt'>7A*-;K V^T 

h *ill!;>LT£flT 1 mmmW Ltz 0 SlEttdTk*^^, 
f-^Tttffi U #£ftyi*r®Jl£i&#, SilT 5 9 4 mg 

(1. 3 9mmo 1) ®atl£^*X^* — X/»*UTBi*(**#fco 

ftl^T, *l«3 BtBUCJST, 5 9 4 m g ( 1 . 3 9mm 
ol) © N - (4 - ?an^>t'>x^t>-^) - N ' - ( 2 - /• 
h +■ > * y fj Jl # — * - 5 - fa FD + i/7i-;l) 7b7^^5 8 
m g (Dmm<t&®£&tz (IR^ 8 . 1 %) o : 
: 244 - 248 °C, PMR ( 5 ppm. DMSO - d6) : 6. 99C1H. d). 7. 1 1 ( 
lH.d). 7. 20 (1H. s). 7. 73(2H. d). 8. 16(2H. d). 9. 67(1H. s). 11. 29C1H. s 
). 
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ggflSfl] 15 2:7-^ y "J Jl-tlris - 3 - (4-?PP^>-t?>^ 
)]y ^. )l ) - 2 , 4 ( 1 H , 3 H ) U 3- > ( YE £ & 1 

5 2 ) €>-£fi£ : 

HJffiflJ 15 1tl^fi|CD^j*T, 886mg(3. 44mmol) 
©2-T i 7 4 -0-^^t+->$ESiy f ^xxf^t, 7 9 
6mg (3. 4 4mmol)©4-?na^>-tf>x;l/* — V 
i/7t- hrt^ 2 2 OmgiOSifi:^®^}!/: («« 9 . 696) 0 
tSfetfc : m&&i&, M* : 206 - 207 °C , PMR (5 ppm, CDC13) : 
5. 08(2H, s). 6. 93(1H. d). 7. 32- 7. 55(9H. m). 8. 27C2H. d). 8. 58(1H. br 
). 



I 5 3 : N - [ ( 3 - t - 7» h ft ;U * ;U ) - 3- S- ( 



t - 




- { 4 


- ( 7 - ? 


D O 


-3 - (4 - ^na'O-lf:/*;!/ #■=.;!/) - 


2 , 4 


( 1 H, 3 


H) 


-^-t-'/y - i->oio t 


— u > 


(<t£®J 1 



5 3 ) CD^fiS : 

iI^J3 8 t^iO^jl-e, 2 0 Omg (0. 4 2 mm o 1 ) ® 
ft^«5 7 2 t 1 98mg (0. 42mmol) ©a-O-t-^f- 
Jl-N- t -^h + i/Jlf^'K-^-L-TX'^^Vi^b 1 7 8 
m g <Dmmit&®&ntz 5 6. 7 %) o : ife 

.6 : >200°C . PMR ( 5 ppm. DMSO - d6) : 1.43(9H.s). 

1.45C9H. s).2.83 - 2. 98C2H. ■). 4. 41 - 4. 49(1H. m). 5. 16(2H. s). 6. 
63(1H. d), 7. 03(1H. d).7. 06(1H. s).7. 15 - 7. 20 (4H. m). 7. 50(2H, d) . 
8. 02C2H, d). 

mmm 1 54 :N- ( $ - l - r >ir- 4 >d - {4 - c 7 - ? 

oa-3- (4-?ppQ-tf>x;u*~;u) - 2, 4 (1H. 3 
H) - •» •»-•■/ u >•;?:*■:/- 1 - >r ;to y ^ ;U t^.»j> ( 1 

5 4 ) ©£j& : 
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HJfe^l2 9t(^«|CD^}*T, 17 0mg(0. 2 3 m m o 1 ) © 
<t&® 1 5 3i^bl 2 3 m g <DMM<t&®}$:®tz (iR*5 9 1. 6 % 
) o : &fe&ifi, M* : >200°C , P MR ( <5 ppm. DMS 

0 -d6) : 2. 92(2H. d).4.27(lH. br).5.20(2H. s). 7. 06UH, d). 7. 25 
-7. 34(4H.m). 7. 53(2H. d). 7. 80(2H. d). 7. 98(1H. d). 8. 21 (2H. d). 10. 
26C1H, br). 

mmm 1 : *-?--trVB.mm&®m%. 

b/c 0 Wt>, 2 MKCl£3-fr20mM h U * -t&WtmmWL (pH7.5) 

io l K*f$i!*v--tf iom l tft£tfc§s$*4© s> y f- ;u * ;w * * 

K (J^TDMSOt BS-T ) 5 u 1 £8&Jn 37°CT10#IS} f V >f > 

^ ^ i, 3 > imM Ang I &*£25// 1 ^SsJjn LT. 37°C "C 

30^-ra-r >+^^<-->3>t^o 30*>fft&50ju 1 £8sjD L 

T8l^.5l££#ii:b/co RINFC «&i**4&i£Ctt*.T 5 u 1 ©DM 

KEK**T$£Develosil 0DS- 5 (Iffrffb^^, 04.6mmxl5O 
mm) Zm^^ZfeMfofc? Y 7 7 7 4 -KttL, «c it 2. 0 ml /mi 
n "e, 0. 059<>TFA *K 10#TT-fc h UtO %^£60%£T± 
W^-lt-SiE^SJg^BE-CJg^ t/co 210 n m CD BR 3fcJSiT ^ — 
Ang I&£tfAng 1 1 CD & 0 D 0 i Jt©^ £ c i C J: 9 t° - ? £ |ig £ L 
o &#ff--C f - ^®gl^ail^-r ^ c irtci: > Ang I *? J: Ang II 

#fgBH©*:h '/ U >a*(*(i^T. 100 //MOgSTh h+v- 
< mWLtco ft^fl*I^<k^%l(rol>T, ^cDIC 8 o«t^, ^1 
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m i : <t&m<pnmmwm& oc.o. /xm> 





" — u 


* tfc /ai 
^ jWb Itu 




t& /fti 

Bm V l J 




If *f 


ir pi «^ ^ll iy4- 




irg ^ *x. 


tlr 


m & f£ tit 

HfcL 15 in l-± 


i 
1 


U. Do 


40 


n 99 

U* oZ 


QO 


0 1 3 
U • 1 o 


Q 

o 


9 Q 

o. y 


4o 


U. D 


Q 1 

%j i 


0 1 8 


c 
0 


lo. U 


DU 


n 99 
u. oo 


Q9 
y o 


0 9Q 


7 
I 




CO 

DZ 


A 1 1 
U. 1 I 


Q4 

y 4 


0 1 7 


y 


1 . 0 


Do 


n ftR 
U. UD 


y o 


0 9 1 

U . £ 1 


1 1 

1 1 


ft 7Q 
U . f o 


D4 


ft ft OA 
U. Uo4 


y y 


0 91 


1 o 


U. 00 


D D 


ft ft79 


1 n i 

1 U 1 


0 98 


1 R 
1 u 


9 4 

Z . 4 


U D 


U, UOl 


1 u o 


4 fi 


1 7 
1 r 


9 1 


D 0 


ft 1 9 

U • 1 o 


1 OR 




1 Q 




oy 


ft 97 


1 f!7 


0 99 


O 1 
Zl 


oU. U 


oU 


ft OA 

U. o4 


1 OQ 
1 Uo 


1 9 
1 • o 


OQ 

Zo 


1 ft 


0 1 


ft ift 


1 OQ 

1 u y 


0 9 A 
U. Z4 


9R 


ft 9 
0. o 


ftft 
DO 


ft OA 
U . Z4 


1 1 1 


0 1 9 
U . 1 o 


97 


7 n 


ft ft 
DO 


ft 1 1 
U. 1 1 


1 1 A 
114 


0 04R 


9Q 

zy 


9 9 
o. o 


70 


ft 99 


1 91 


0 94 

U • O 4 


31 


1.7 


73 


2. 3 


123 


0. 58 


33 


1.9 


75 


0. 18 


125 


29 


35 


2. 4 


80 


0. 14 


129 


3.2 


37 


1.3 


81 


0. 22 


134 


1.8 


38 


0. 063 


82 


0. 051 


136 


0. 46 


39 


0. 065 


83 


0.038 


138 


1.6 


40 


0. 11 


84 


0. 043 


140 


0.060 


41 


0. 31 


85 
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145 
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43 


0. 42 


87 


0. 13 


149 


0.57 


44 
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88 


0. 20 
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mmm2 ■. ^f^^>Giif atoig 

2 MKCl£3-fr20mM h V X - i&&*g«&(pH7. 5) 2,ug/ml<D 

20// i *> <* (Dtmsmm 5 # 1 zmtaL. 37°c-eio^^y 

U-f > + ^ ^- -> 3 > L/c3K 1 mM Ang I mm25u 1 £-fiDx.T37°C 
T30#R8^ > + a^--> 3 >l/: c 30%Sfc&£50,tz 1 £8* 

fin UT§?5gJ5)££#lt Ifco KB*c % i^^*4}gifti:ft^T 5 // 1 

#i 1 kmmizM&mfr? h y j -t-ii uxAng i *> «* # 

7§1£{*. WtfccDffi£**£K 50%PI«SK (IC 5 o) 

2 MKCl£r3-fr20mM h U * - $ (pH7. 5) 12// 1(1, 1 mMHC 

1 ^^-tr20mMCaCl2 8 // g /mlcDigJg d&P L tz V ->P 
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